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Description 

Technical Field 

[0001] The present invention relates to pharmaceutical compositions exhibiting thrombopoietin receptor agonism. 
Background Art 

[0002] Thrombopoietin, polypeptide cytokine composed of 332 amino acids, activates the production of platelets by 
stimulating the differentiation and proliferation of megakaryocytes through the receptor and is expected as a medicine 
for hemopathy accompanied with the unusual number of platelets, for example, thrombocytopenia and the like. DNA 
sequences encoding the thrombopoietin receptor have been described in Proc. Natl. Acad. Sci., 89:5640-5644 (1 992). 
Low molecular peptides having an affinity for the thrombopoietin receptor is also known (JP98/72492A, and 
WO96/40750), but these peptide derivatives are not generally practical for oral administration. 
[0003] 1 ,4-Benzodiazepine derivatives as a low molecule compound having an affinity to the thrombopoietin receptor 
is described in JP99/1477A. 

[0004] The compounds having a similar structure of the present invention compound are described in JP92/99770A, 
Chem. Pharm. Bull., 1982, 30, 3580, JP94/1 72339A (EP512899), JP90/308240A, W097/32863, Arzneim. Forsch/Drug 
Res., 1998, 48, 651, JP95/173143A, JP93/85551A, JP85/443A, JP96/245602A JP96/157462A, JP96/143556A and 
the like, but the affinity for thrombopoietin receptor is not described therein. 

Disclosure of Invention 

[0005] The object of the present invention is to prepare pharmaceutical compositions exhibiting thrombopoietin re- 
ceptor agonism and provide orally administrable platelet production modifiers. 

[0006] In the above situation, the inventors of the present invention have found that the following compounds exhibit 
strong thrombopoietin receptor agonism. 
[0007] The present invention relates to: 

I) A pharmaceutical composition exhibiting thrombopoietin agonism which contains as an active ingredient a com- 
pound of the formula (I): 



wherein X 1 is optionally substituted aryi, optionally substituted aralkyl, optionally substituted heteroaryl, op- 
tionally substituted heteroarylalkyl, or optionally substituted non-aromatic heterocyclic group; 
Y1 is -NRACO-(CH 2 )o_ 2 -, -NR A CO-(CH 2 ) 0 _ 2 -W-, -NRACO-CH=CH-, -W-(CH 2 ) 1 . 5 -NRACO-(CH 2 ) 0 . 2 -, 
-W-(CH 2 ) 1 _5-CONRMCH 2 ) 0 . 2 -, -CONR A -(CH 2 ) 0 . 2 -. -(CH 2 ) 0 . 5 -NRA-SO 2 -(CH 2 ) 0 . 5 -, -(CH 2 ) 0 . 5 -SO 2 -NR A - 
(CH 2 )o_ 5 -, -NRMCHgJo.j?-, -NRA-CO-NR A -, -NRA-CS-NRA-, -N=C(-SR A )-NRA-, -NRACSNRACO-. -N=C(-SR a ) 
-NRACO-, -NRA-fCH^-NRA-CO-, -NRACONR A NR F CO-, or -N^-NR^J-NRMX)-, 
wherein R A is each independently a hydrogen atom, optionally substituted lower alkyl, optionally substituted 
aryl, optionally substituted aralkyl, optionally substituted heteroaryl, or optionally substituted heteroarylalkyl, 
R F is a hydrogen atom or optionally substituted aryl, W is an oxygen atom or a sulfur atom; 
Z 1 is optionally substituted arylene, optionally substituted heteroarylene, optionally substituted non-aromatic 
heterocycle-diyl, or optionally substituted cycloalkyl-diyl; 
A 1 is a ring represented by the formula: 




(i) 




or 
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wherein R 1 and R 2 are both hydrogen atoms or taken together may form an oxygen atom or a sulfur atom; R 3 
and R 4 are both hydrogen atoms or taken together may form an oxygen atom or a sulfur atom; R 5 is a hydrogen 
atom or lower alkyl; Q and V are each independently -O-, -S-, -NR B - (wherein R B is a hydrogen atom or lower 
alkyl), or -CH 2 -; m is 1 , 2, or 3; 
5 a broken line (— ) represents the presence or absence of a bond, 

its prodrug, or their pharmaceuticaily-acceptable salt, or solvate thereof. 
In more detail, the invention relates to the following II) to XX). 

10 ||) A pharmaceutical composition exhibiting thrombopoietin agonism which contains a compound of I), wherein X 1 

is optionally substituted 5-member heteroaryl or a group represented by the formula: 



15 



20 wherein E is -(CH 2 ) 1 ^-, -0-CH 2 -, or -S-CH 2 -; R 6 and R 7 are each independently a hydrogen atom, optionally 

substituted lower alkyl, carboxy, lower alkyloxycarbonyl, optionally substituted aminocarbonyl, optionally sub- 
stituted thienyl, or optionally substituted phenyl. 

Preferred is a pharmaceutical composition exhibiting thrombopoietin agonism which contains a compound of 
25 |), wherein X 1 is phenyl optionally substituted with one or more group(s) selected from lower alkyl, lower alkyloxy, 

lower alkylthio, arylazo, aralkyloxy, aryl, halo(lower)alkyl, halogen, and hydroxy. 

Ill) A pharmaceutical composition exhibiting thrombopoietin agonism which contains a compound of I), wherein 
X 1 is a group represented by the formula: 

30 



35 



50 



55 



wherein E is -(CH^*-, -0-CH 2 -, or -S-CH 2 -; R 6 and R 7 are each independently a hydrogen atom, optionally 
40 substituted lower alkyl, carboxy, lower alkyloxycarbonyl, optionally substituted aminocarbonyl, optionally sub- 

stituted thienyl, or optionally substituted phenyl; R 8 is a hydrogen atom or lower alkyl. 

IV) A pharmaceutical composition of any one of I) to III), wherein Y 1 is - NHCO-, -CONH-, -NHCH 2 -, or -NHS0 2 -. 

45 V) A pharmaceutical composition of any one of I) to IV), wherein Z 1 is 1 ,4-phenylene. 

VI) A pharmaceutical composition of any one of I) to V), wherein A 1 is a ring represented by the formula: 



T or 



wherein R 8 is a hydrogen atom or lower alkyl; M is -S-, -O-, -N(R C )-, or -CH 2 - (wherein R c is a hydrogen atom 



3 
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or lower alkyl); T is an oxygen atom or a sulfur atom. 

A pharmaceutical composition exhibiting thrombopoietin agonism of any one of I) to V), wherein A 1 is a ring 
represented by the formula: 



VII) A pharmaceutical composition of any one of I) to V(), wherein the broken line represents the presence of a bond. 

VIII) A pharmaceutical composition exhibiting thrombopoietin agonism of any one of I) to VII), which is for treating 
or preventing hemopathy. 

IX) A pharmaceutical composition exhibiting thrombopoietin agonism of any one of I) to VII), which is a platelet 
production modifier. 

X) Use of a compound of any one of I) to VII), for preparation of a pharmaceutical composition for treating hemo- 



XI) A method for treating hemopathy of a mammal, including a human, which comprises administration to said 
mammal of a compound of any one of I) to VII) in a pharmaceutical^ effective amount. 

XII) A compound represented by the formula (II) 




O O O O 




is preferred. 



pathy. 





wherein X 2 is optionally substituted 5 



member heteroaryl or a group represented by the formula: 




wherein E is -(CH 2 ) 1 . 3 -, -0-CH 2 - t or -S-CH 2 -; R 6 and R 7 are each independently a hydrogen atom, optionally 
substituted lower alkyl, carboxy, lower alkyloxycarbonyl, optionally substituted aminocarbonyl, optionally sub- 
stituted thienyl, or optionally substituted phenyl; 
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Y 2 is -NR G CO-(CH 2 ) 0 _ 2 -, -NR G CO-(CH 2 ) 0 _ 2 -W-, -NR G CO-CH=CH-, -W-CCH^s-NRQCO-fCH^o-a-. 
-W-(CH 2 ) 1 5 -CONR G -(CH 2 ) 0 . 2 -, -CONR G -(CH 2 ) 0 . 2 -, -(CH 2 ) 0 . 5 -NR G -SO 2 -(CH 2 ) 0 . 5 -, -(CH 2 ) 0 _ 5 -SO 2 -NR G - 
(CH 2 ) 0 . 5 -, -NR G -(CH 2 ) 0 _ 2 «, -NR G -CO-NR G -, -NR G -CS-NR G -, -N=C(-SR G )-NR G -, -NR G CSNR G CO, -N=C 
(-SR G )-NR G CO-, -NRQ-fCH^.jrNRQ-CO-, -NR G CONR G NR F CO-, or -N=C(-NR G R G )-NR G -CO-, 
wherein R G is each independently a hydrogen atom or optionally substituted lower alkyl, R F is a hydrogen 
atom or optionally substituted aryl, W is an oxygen atom or a sulfur atom; 

Z 2 is optionally substituted phenylene, optionally substituted 2,5-pyridinediyl, optionally substituted 2,5-thi- 
ophene-diyl, or optionally substituted 2,5-furan-diyl; 
A 2 is a ring represented by the formula: 



wherein R 1 and R 2 are both hydrogen atoms or taken together may form an oxygen atom or a sulfur atom; R 3 
and R 4 are both hydrogen atoms or taken together may form an oxygen atom or a sulfur atom; R 5 is a hydrogen 
atom or lower alkyl; Q and V are each independently -O-, -S-, -NR B - (wherein R B is a hydrogen atom or lower 
alkyl), or -CH 2 -; m is 1 , 2, or 3; 

a broken line (--) represents the presence or absence of a bond, 
provided that X 2 is not oxazole, 

its prodrug, or their pharmaceutical^ acceptable salt, or solvate thereof. 

XIII) A compound of XII), wherein X 2 is a group represented by the formula: 



wherein E is -(CH 2 ),_ 3 -, -0-CH 2 -, or -S-CH 2 -; R 6 and R 7 are each independently a hydrogen atom, optionally 
substituted lower alkyl, carboxy, lower alkyloxycarbonyl, optionally substituted aminocarbonyl, optionally sub- 
stituted thienyl, or optionally substituted phenyl; R 8 is a hydrogen atom or lower alkyl, 

its prodrug, or their pharmaceutical^ acceptable salt, or solvate thereof. 

XIV) A compound of XII), wherein X 2 is a group represented by the formula: 
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^hy^^ 

■^ST^**""-"* a hydrogen atom ha.ogen carboxy. lower a.kyloxycarbonyl, ophonally 
substSed aminccarbonyl. ni.ro. or optionaHy subsisted am.no, 
its prodrug, or their pharmaceutical.y acceptab.e sait. or soivate thereof. 

» vm tn XIV) wherein Y* is -NHCO-, -CONH-, - NHCH 2 -, or -NHSO r , 

no of xm to XVI) wherein ft is a ring represented by the formula: 
XVII) A compound of any one of XII) to xvi), wnere 



T 



or 



,„ , m i« <? O- -N(R<=)- or -CH 2 - (wherein R-= is a hydrogen atom 
wherein R<> is a hydrogen atom or lower alkyl; M .s -S-, -O , N(R ) o 2 
Tr Tower alky.): ™ an oxygen atom or a sulfur atom, 
its prodrug, or their pharmaceutical* acceptab.e salt, or solvate thereof. 

H nf anv one of X..) to XV..). wherein the broken line represents the presence of a bond, 

XIX) A compound represented by the formula lll-A: 

(III-A) 




R 9 



Hi* jssUi « «*»* s, """ >: 



Y3 is -NHCO- or -CONH-; 
A3 is a ring represented by the formula: 



6 
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13- -rP 

-N(R<=)-. or -CH 2 - (wherein. R c is a hydrogen atom 



wherein R 8 is a hydrogen atom or lower alkyl; M is -S-, 
T^Zlw T is an oxygen atom or a sulfur atom, 

Us prodrug, or their pharmaoeutioaiiy acceptab.e sait, or soivate thereof. 
XX) A compound represented by the formula lll-B: 




(ni-B) 



wherein R». R«, R«. Y 8 , and A3 ring are as defined in XIX. 
itsprodrug.orthe^^ 

XX,,Apharmaceu«ca,comP^^ ^ 
Sch is for exhibiting for thrombopoiefn agomsm. 

which is a platelet production modifier „,vmtoXX> 



7 
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susssssssssssssssr- -ff— 

< rfihon^ofuranvl 2-dibenzofuranyl), benzimiaazoiyi v»y , h „ n , oxac jiazolyl), benzisothiazolyl (e.g., «* °enz 
g ., 1-dibenzofuranyi * a benzoX adiazolyl (e.g., 4-benzoxaaiazo iy j, 2 -benzothienyl) 

r==-l^I - — 

SwSfessssss: 
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20 
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30 



mm I" «» sp"*"" 10 "' *• T?^ESh2«3a above menllo™a -h.iog.n- at ' » » 

s=SS5a?gSg«ss 

tionally substituted cycloa.ky.-d.yr . *fJ^J^l*d and "optiona.ly substrtute lanft* or X are 
.00341 The examples of substrtuents of optionally su |k ^ thi0 na | oge n, nitro, cyano, carboxy, lower naio 

N=N-(pheny.), a.kylendioxy. and the , 2 - m ethylphenyl, 3^S^t?K 

10035] The examples of "optionally substituted atyl W * a p y 4 . n . octylpn enyl, 3 5-di- 

benzodioxory. (e.g.. 1 ,3-benzodioxoryl), and the like.. 
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Brief description of the drawing 

circle is a response of the compound (B-17). 



10 
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circle is a response of the compound (B-17) 
« » f«r Parrvinq Out the Invention 

Best Mode for Carrying w process 
W097/39737. 



to 



15 



(Method A) 

C— Z 
(IV) 



Process 2 _ 

(IV) 1 » 

^2) „-A> ^ 



(V,, W W 



25 



30 



(VI) 

(PrOCeSS 1> ' „v« having .ower a.kyloxycarbony. and aldehyde groups as 

45 (Process 2) uw^miwQis It can be carried 



35 
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(Process 3) ^rhmtiups MH to obtain amide 
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NH 2 



(vni) 



Process 1 



(IX) Hal 



Process 2 



(VII 1 ) R 



35 



40 



(Method B) 
(VI) 



Process 1 



BocHN 



Process 2 



(X) 



45 



50 



55 



TaM x 3 -coci ■ m 

(Xi) P 01 ) 



wherein A 1 , X 3 , and Z 3 are as 
(Process 1) 



(XII) 



defined above, Boc is t-butyloxycarbonyl 



> group protected with Boc. For example, 



r 0 0491 Thepresentprocessistneconveraiono^^^^ 
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10 



15 



20 



(Method C) 



25 



30 



s o (I . C ) 

(XIll) 

wherein A\ X?. ft and Hal are as defi above ^ ^ ammoniu ro isothiocyanate and 



35 



40 





(A 1 Z i RD, RE and a broken line are as defined ^XTJ^alS^ represents a presence of a bond in the 



dione. 

O 
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and 
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10 



15 



20 



25 



SeSesTcanbeadministered orally as powder.gran^ 
[0061] The following examples are proviueu 

as limiting the scope hereof foHowing examp | e s. 

35 [0062] Abbreviations described below are usea 

Me: methyl 
Et : ethyl 
»Pr : isopropyl 
40 n Bu : butyl 

tBu : tert-butyl 
>Bu : isobutyl 
"Pen ; n-pentyl 

nHex : n-hexyl 
45 "Oct : n-octyl 

Ph : phenyl 

Bn : benzyl 

Bz : benzoyl 

Py : pyridyl 
so Ac: acetyl 

Boc : t-butyloxycarbonyl 

DMF : dimethylformamide 



55 



DMSO : dimethylsulfoxide 



14 



EP 1 207 155 A1 



Example 

Example 1 The preparation of compound (A-1) 
5 [0063] 

P Process 2 

Process 1 rf^V\iM ► 

.- «jcr — 

1 

o 

P Process 3 CI jj iQf^V 

HOaC 3 s c 't^ NNH 

CI 

CI Process 4 Cl^ 

25.- CU _ _ 

>-NH 2 



CI Process 4 Cl ^f^ 

^x} 

5° 



30 



35 



1H NMR(DMSO-d 6 . 5 ppm) 13.18 (bs, 1H), v.u, iu. 



40 (Process 2) hydrocholoric acid 

1H NMR (DMSO-d 6 , 8 ppm): 1 3.95 (bs, 1 H), 1 3.24 ps. /, 



45 



50 



55 



mixture of compound (3,(3 g) in dioxane (20m.) ^^Sd^^ 
522 eCapoS on of the solvent under the reduced P»«" » acld cnlo ride (286 mg) and 

DMF yielded 220 mg df dompdund 0M>. 2H j . „ „ A 841 (d. 1H. J . 2-1 Hz). 7.91 



15 
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10 



15 



zZSB-gsiszsxss 

were shown in Tables 1 to 8. 
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Table 1 




Example 
No. 



2 



Com 
pound 

No. _ 



R 6 



A-2 



ci- 



H 



H 



H 



10 



A-9 



A-10 



H 



H 



MeO- 



N0 2 

o- 



t-Bu 



iH-NMR(6)PPm 
ODMSO d-6) 



l3^0*iTH) ( 12.94 fe 1H). a» «■ 
2H. J = 8.1 Hz),7.96 (d, lH, J - 6.9 
Hz), 7.77 (d, 1H, J = 8.1 Hz),7 73 (s, 
7.71 (ft 1H), 7.46 (t,2H.J= 7.5 

TH nmiif 3H, J = 6.9 Hz) 

iBflf (bs,lH), 12.92 

2H, J = 8.1 Hz),7.97 - 8.02 (m. 21©, 

7 76(d.lH.J = 8.lHz).7.72felH), 

t -rn te 1H). 7.«« • 7.31 to, 2H) 



2H, J=8.2Hz),7.76 (d. 1H, J = 8.2 
Hz). 7.71(s,lH),7.26(d,2H.J = 
8.5 HzV 2.34 (s, 37~ 



13^0 (bs, 1H), 12.95 (s, 1H), 8.^5 id, 
2H, J = 8.4 Hz),8.06 (d, 2H, J = 7.5 
S 7.92 - 8.12 (m.8H). 7.47 - 7.52 

(m 2HV736: 7.41 (m. 2H) 

1350 (be, 1H), 12.88 <fc«V,»2J 
2H J = 8.4Hz),7.89(d,2H,J = 7.8 

Hz) 7.76 (d. 2H, J = 7.8 Hz). 7.70 (s, 
S',7 55(8:iB),7.01(d.2H.J = 8.4 

H A 3.80 (a 3H) - - 

l3lk)(balH).ll93(M5.85(d, 

2H J = 8.1 Hz), 7.94 (d, lH, J - 7.5 
Hz) 7.79 • 7.83 (m. 2H),7.75 (d, 2H, 
J = 8.1 Hz), 7.70 (s, lH), 7.61 • 7.66 
^im7.59(S,lH) 



1385 (bs, 1H) 12.30(8, lH), 8.21 (d, 

ffl J = 8.lHz).7.73(d.21iJ=8.1 
H H ^ 7.70(6. 1H).6.84(S,1H), 1.31 

_idS2 . 
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Table 2 



jo 



15 



12 



A-ll 



A-12 



MeOOC- 



20 



25 



13 



A- 13 



H 



H 



30 



35 



14 



15 



A-14 



A- 15 



H 



H 



16 A-16 



40 



45 



17 



A-17 



18 



50 



H 



H 



o- 



19 



A-19 



iH-NMR(5)ppm 
(DMSO d-6) 



12.93(^ 1H). 8.25 (d. 
2H J = 8.5 Hz),7.87 (d, 2H, J = 8.5 
^,7.75(^^^ = 8.5^7-72^ 
lH), 765 (s,lH). 7.47 (d,2H.J= 8.5 

Hz), 1.32 (8, 9H) —-— 

^7^s, 1H). 1300(8, 1W, 825 (d 
2H J = 8 5 Hz),8.08 (dd, 4H, J - 
f 2 H Z 8.5H;.7.94(s, 115,7/76(4 
S j = 8.5H Z ),7.72(s,lH).3.81(8, 

2H J = 8.5 Hz), 7.86 (d, 2H, J - 8.1 
K5A.76(d.2H,J = 8.5H^7.72(s 
,m 7 64 (a 1H), 7.27 (d, 2H, J - 8.1 
JS'260 J2H, J = 7.8 Hz). 1.60(a 
Sjf6.6Hz),1.27.1.36(xn.2H), 

n 87 ft A RJ = 6.6Hz)_ 

2H, J = 8.5 Hz). 8.24 & 4H, J -8.2 
Hz), 8.10(6, 1H). 7.77 (d,2H.J=8.5 

2H, J = 8.5 Hz),7.75 (d, lH J - 8.5 
S 7 71(s,lH),7.64(s.lH),7.44 

.1 Hz) 



I^ofeHTl2.93 <*W.*.<*& 
9H J = 8 5 Hz), 7.84 (bs, 1H), 7.76 
^ffl.J = 8.5 Hz), 7.72 fe-lH). 7.61 

^^fio^ffl 7.56 (s. 2H1 



l3l5felH). 13.00 (s 1H), 8.65 - 
8B7(m,lH). 826(^,^84 

Hz),8.09 - 8.12 (m, 1H), 7.80 - 8.05 
^1^,8.03(8,1^.7.78(42^^- 

84 Hz), 7.70 (s. 1H), 7.55 (OH). 



.43-7.' 



,3H), 



^3^1^9.22(4^ = 2.1 

Hz) 8.62 (dd, lH. J= 5.1 Hz, \J> 
Hz) 845(d.lH,J = 8.4Hz),8.25(d, 
S J^l Hz), 7.98 (s,lH), 7.77 (d. 
m J=8.1 Hz), 7.72 (S.1H). 7.64 

(dd, iHJfjjJ? z > 61 Hz > - rrrrr 



856 (8, lH), 8.40 (d- 2H, J = 6^3 Hz), 
H 825(d,2H,J = 8.5Hz),7.77(d,2H, 

J = 8.5 Hz 



55 
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Table 3 



No. 



Re 



20 



A-20 



. w 



15 



A-21 



22 A-22 



R 7 



H 



H 



20 



25 



23 A-23 



30 



35 



24 A-24 



H 



25 A-25 



H 



l-Pr-o 



40 



45 



26 A-26 



27 A-27 



H 



H 



50 



55 



28 A-28 



-CHiCOOEt 



iH-NMR(6)Ppm 
(DMSO d-6) 

2H,jU4Hz),7.93-8m(m.lH). 
7.82(8, 1H). 7.80- 7.82 (m lH), 7.76) 

oh J = 8.5 Hz), 7.75 (d. 2H, J = 8.5 
^ 7 71 (B.1H). 7.64 (8, 110.7.41 
i | ) iHJ=3.8H Z ),7.24(d.lH.J = 

2H J = 8.5 Ha). 8.04 (d. 2H, J -8.7 
S.7.96(4 2H.J=a7Hz),7^ 
(U 2H), 7.88fe 1H), 7.77 (d, 2H, J- 

o*H,) 7 73(s.lH) - - 

liH^Ht^TV^TSf Kd, 
2H( J = 8.5H Z ) 1 8^(d.2aJ = 8.7 

w-* 7 qfi (d 2H, J = 8.7 Hz). 7.99 

8.5 Hz), 7.73 (s, 1HX 2.81 (d, 3H, J - 
4.2 Hz) 



2H, J = 8.5 Hz), 8.01 (d, 211 J -j B-2 
Hz .7.82(B.lH), 7.77 d,2H,J=8.6 

Hz), 7.72 (s, 1H), 7.49 (d, 2H, J - 8.2 
|Hz) 2.98 (a, 6H). 



Hz), z.ao la, o^v- — - - „. 

g90(b8,lH), 13.01 (s, 1H) ; 8.25 (d, 
9H 7=85 Hz), 8.01 - 8.12 (m, 4H). 
fef47-76(d.2H J J«8 j 5_Hz), 

|HJ = 8.4^).8.03-8.12(m4H) 
7.93(8, 1H), 7.77 (d.a!,J = 8^), 

7.72 (8, 1H), 4.30(t, 2H, J = 6.6 Hz), 
1.67 - 1.76 (m, 2H). 1.41-1.51 <2-m, 
2H) OgSft 3H .1 = 7.2 Hz) 

lH,J = 7.8Hz),8.24(d 2H «J-8 g 4 

It3_\ 7 ifi (s 1H), 7.90 (d, 1H, J - 8.7 
b, 7.77(d 2H.*J = 8.4Hz), 7.72 (s, 

jlffi.2.74(dJ H2 



2H,J = 8.7Hz),7.74(d,2HJ-a7 

S 7 71 (s 1H), 7.08 (s, 1H), 4.09 
KU, 3.75 (8.2H), 1.20 

Ug H_J = 7.2Hz) 
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Table 4 



i i 00111 

Example ^ 



No. 



No. 



R6 



-10 



15 



29 A-29 



30 A-30 



MeOOC 



AcO. 



N 



EtOO 



20 



25 



31 A- 



- ay 



32 A-32 



30 



35 



34 



40 



45 



35 



50 



36 



A-35 



A-36 



o- 



R 7 



iH-NMR(6)Ppm 
(DMSOd-6) 



H 



H 



2H J = 8.5 Hz), 7.75 (d, 2H, J -8.5 
Hz) 771(s, 1H),7.22(S,1H), 7.09 
^ ) iHji6.94),3.68(8.3H),1.89 

rajHJ^efiH^ 



H 



9H T = 8 1 Hz), 7.98 (s, lH), 7.75 (d, 
fflJ = 8lHz) 7.71(s, 1H), 4.46(q, 
SJ.M Hz). 2.10(8, 3H),1.35(t. 

1H J = 2.1 Hz), 910 (s, lH), 8.27 (d, 

Hz), 8.17 (s, 1H). 7.92 (td lH, J- 
8.7Hz. 1.8 Hz), 7.76- 7.81 (m.3H). 

7.72(s, 1H)_ 



TIof^BITslo^ 

otr t-R^Hz) 7.73 - 7.76 (m, 4H), 

-COOMe „ i 7 73 . 7.76 (m, 2H), 7.70 (s, lH), 
7 44 - 7 4fi <m.3H).3.7 ft(«, 1H) 

|^b8^HTl2l0fe^^ 
2H, J = 8.5 Hz), 7.75 (d, 2H, J - 8.5 
Hz), 7.71 (s, 1H), 7.46- 7.51 (« ; 2H). 
.(CHOaCOsMe 7 ^ . 7 51 (m , 2H). 7.36 r 7.42 (m, 
lH),3.6(s,3H).3.17(t,2H J = 7.4 

Hz) ?7° A 9H ,T = 7.4Hz) 

l3^T2^80(s. 1H), 8.22 (d. 
2H,J = 8.5Hz),7.76(d,2H .J-8_5 
Hz),7.71(8,lH),7.46-7.51(m.2H), 
7.46- 7.51 (m,2H), 7^36 - 7 42 (m 
1H), 4.05 (CL2H,J = 7 lHz), 3^7 (t, 
2H J = 7.4 Hz), 2.72(t,2H,J = 7.4 

Hiai§jt L aij3lU^ 



-(CH2)2C02Et 



55 
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Table 5 



] Example 
No. 



37 



Com 
pound 

No, 



A-37 



R6 



jo 



15 



38 



20 



25 



39 



30 



35 



40 



41 



A-38 



A-39 



A-40 



A-41 



Cl- 



iH-NMR®Ppm 
(DMSO d-6) 



CHs 



2H J ==8.5 Hz), 7.74 (d, 2H, J = 8.5 
S 7 72(d2H,J-8.2 Hz), 7.71(8, 



Et 



Me 



Uw T = 8 5Hz), 7.75 (d, 2H, J -8.0 
lH),2.93(aZH.J = 7 - 7Hz) ' 129 (t> 

*#<J- fe' Jfs&.TO (s. 1H), 2.50 (s, 



0\ 



42 



43 



40 



45 



44 



45 



A-42 



A-43 



50 



55 



46 



A-44 



A-45 



A-46 



H 



Me 



-O- 



o- 



COOMe 



CH2CH2CI 



Me 



Ltr T = 88Hz),7.72(d,2H, J-o-^ 

8.56 (s, 1H). 8.40 (d, 2H, J -6 .3 Hz), 
825 (d,2H,J = 8.5Hz), 7.77 (d, 2H, 
k^Sj^ 7.72<s, 1H) — 

Wobsjmi3irfe]^24(d, 

low T = 8 7 Hz),7.80 - 7.84 (m, 2H), 

7 26 - 7 32 f^, 9m 3.76(s,3Hj 

2H, J = 8.5 Hz), 7-75 (d. 1H J - 8^5 
Hz) 7 71 (3, IH), 7.65 : 7.69 (m, 2H), 
72^ 7 34(m.2H).3.9 1 (t,2H J = 

H92felitH8T^ 

2H, J - 8.5 Hz), 7.74 (d, 2H, J - 8J5 , 
S,7.70(8,1H),7.52-7^,2H). 

-4 ? 34to 9^,2.38 C& 3H) 



CON(Me)2 



13161^5^5^.8.25^ 
2H,J = 8.5Hz),7.77(d,2H,J = 8_5 

fr; 7 03 /. iH), 7.65 - 7.69 (m, 2H), 
?1 7 7 51^,2.97(3,311), 2.671 

(S.3H1 



CONHz 



2H J = 8.5 Hz). 7.72 - 7.81 (m, 5H), 
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Table 6 



Example 

No. 



10 



15 



47 



48 



20 



25 



49 



50 



Com 
pound 
No. 



A-47 



A-48 



30 



35 



51 



A-49 



A-50 



A-51 



40 



45 



50 



55 



52 



53 



A-52 



54 



55 



56 



A-53 



R 6 



o- 



R 7 



iH-NMB(6)ppm 
(DMSO d-6) 



CONHMe 



ZH, J = 8.5 Hz),8.18 (q, J = 4 ; 7 
Hz,7.76(d,2H,J=8.5Hz).7^1- 
?74(m.3H), 7.37 - 7.48 (m. SH). 
2.71 (d, S^J^J^ 



Or 



*-CH2- 



A-54 



Br 



2H J = 8.5 Hz), 7.75 (d, 2H, J - 8.5 
S 7 71(s,lH),7.56 - 7.60(m > 2H), 

« J 741 &n,lH), 7.23 - 7.29 (m. 

2H, J= 8.5Hz). 7.72 • 7.71 <£. 4H). 
?18 - 7.32 (m,3H), 2.96- 3.05 (m, 

'i8MbZlH)^2^^^ 
5>H J = 8 5 Hz), 7.99 (d. lH, J - 7.1 
£ J 77 5(d.2H,J = 8.lHz),7.71(s, 

S 7 .19- 7.34 (m.3H). 72.96 ft 
fflj = 7.1 Hz), 2.78-2.81 (m.2H), 

W8J^J3i2H4^8m I 

I " _ J. 7tT\ 1 0 QO fa 1 Hi. J 



*-(CH2)8- 

*-<CH ! )»- 



AcHN 



-o- 



F 3 C 



H 



A-55 



A-56 



H 



Me 

Br"S 



H 



(s, 1H), 8.24 (d. 2H J = 8.5 Hz)J_- 
X. 2H J = 8.5 Hz), 7.75 (d, 2H, J 
85 Hz) 7.72 (S.1H), 7.66 (d,2H, J 

4- r-r — rTrs ioqrYq ihy 8.3 



H 



CI 



lH),8.26(d.2H J=8 5Hz) 8_23- 
k27 (m, 1H), 7.98 (s, lH), ,7.77 ^d, 
^j = a5Hz^ 7.69 - J^nkM 



o- 



H 



u*i ft 14 fs lH), 7.76 (d, 2H, J - o.di 

2H, J = 8.5 Hz), 7.71 (s, lH), 7£8 
7*2 (m, 2H), 7.42 - 7.47 (m, 2H), 

fel?^Ht%fei|- 8.23 (d, 
2H J = 8.5 Hz), 7.76 (d, 2H, J - 8.5 
Sz) 7-71 (s, 1H), 7.36 <s. 1H). 7.11 
Kb, 1H). 2.40 (s,3™ 
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Table ' 


J 

ample! 
No. V 


3om 
ound 


R 6 


R 7 


iH-NMR(6)ppni 
(DMSOd-6) 


.10 


67 


No. 

N 

A-57 


le^Me 


H 


S SftJ-UH* 2.60 fc,3H), 2.40 
fesfesP^^S 8 23 (dj 


15 


58 


A-58 




*-OCH2- 


2H, J = 8.2 Hz), 7.75(d,2H,J = 8.2 
Hz). 7.69 felH). 7.54 (d,lH,J=|B 

Hri 724 (dd, 1H, J = 8-5 Hz, 2.5 
S); 6 .97(d,lH ( J = 8.5Hz).5.64( 6 , 


20 


59 


A-59 


* 1 


*-SCH2- 


2H, J = 8.5 Hz), 7.86 - 7.90 Cm. 1H), 


25 


60 


A-60 


> — * 

F 


H 


^jAjH^771(s, 1H) 
" ia94 (bs, i». iwu j «K£g 


30 


61 


A-61 




H 


2H, J = 8.2 Hz), 818 (d, 2H, J- 82 
Hz) 7.96 (s, 1H), 7.82 (d, 2H, J = 8.2 
RS:7.76(d,2H,J=8.2Hz), 7.71(8, 

■ I&MO* 12.91 


35 


62 


A-62 


i F 


H 


2H, J = &5 Hz), 7.96 (s, lH), 7 . 67 - 
|t3) (m, 6H), 7.22 - 7.28 <m, lH). 


40 


63 


A-63 


1 o- 

F 3 CO 


H 


2 H,J = 85Hz),8.00-8.02(m,lH). 
7.94 - 7.96 Cm, 6H), 7.77 (J 2H J - 
85 Hz), 7.73 (s, 1H), 7.60(t, lH, J - 


Ad 


64 


• A-64 


F 


H 


13.97 (bs, in;, 

2H. J = 8.5 Hz), 7.87 (s, lH), 7 36 i - 
Si (m,6H), 7.72 (b,1H)J.47- 7.54 

ftn lH), 7.15- 7.21 (m.lH) 

1^0^5^8.24 (d2H, J = 82 


50 


65 


A-65 




COgMe 


Hz),7.97 (d, 2H, J = 8.5 Hz). 7_83 (d 
2H J = 8.0 Hz), 7.76 (d, 2a J -8.0 

miJ0J§J^^Mi 




66 


A-6C 




H 


8 24 (d 2H, J = 8.5 Hz), 7.77 (d, 2H, 
J=^5H?:7.73(8,lH),7.72(s,lH) 


55 
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Table 8 



I Example 

No: 



Com 
pound 
No. 



•to 



15 



69 A-69 



20 



25 



30 



71 



R 6 



67 j A-67 

68 I A-68 I 



i j r 

70 A-70 F-^— 



A-71 F" 



Br 



H 



H 



H 



H 



H 



H 



H 



iH-NMR@)PP m 
(DMSO d-6) 

laieo* ih), 12.98 ih> v 

2H J = 8.2 Hz), 8.09 - 8.15 Cm, 1H), 
777(d, 2H,J = 8.5 Hz), 7.73(8, im 
7.63 5, IH. 3 = 2-5 Hz), 7.31 - 7.4 5 j 

2H, J = 8.2 Hz), 7.86 (d, lft J -7.9 

2H J = 8.2 Hz), 7.76 (d, 2H, J - 8.5 
Hz), 7.72 (e. IH), 7-47 - 7.57 On. lH). 



13.95 0», 1H), 12.97 (8, AH)' 8 - 25 .- | 
ffl J = 8.2 Hz), 8.09 - 7.18 <m, iftj 
S6 (d,2H,J = 8.2 Hz) 7 72^, 

1H) 7.60 (d, 1H, J = 2.7 Hz) 7.36 -j 

S, J = 8.2 Hz). 7.97- 8.06 (m,lH^ 

7.75 (d. 2H, J = 85 Hz), ? 7.67 - 772 
(m,lH), 7.69 (s,lH), 7.67 (d,lH,. 

8 24 (d I 

oh J = 8.5 Hz), 8.19 <t, 2H, J r ■ L« 
S 7 95 - 7.98 (m, lH), 7.87 (s, 1H). 
?^IfmJ^Hz)7 o 62-7.5^ 
(m !HVIi2JtJJkJr 8.0Hz) I 

y — a r T4?Y 7.72 - 7.84 (~ »™ 1 



40 



45 



50 



55 
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Table 9 




jo 



15 



I Example 
No. 



Com 
pound NoJ 



R6 



74 B-l 



H 



20 



25 



76 M F-O- 



76 B-3 Br- 



H 



H 



30 



35 



77 B-4 



H 



78 B-5 M«-W 



40 



45 



79 B-6 Ph-^J 



80 B-J MeO-W 



so 



55 



81 B-8 



N0 2 



H 



H 



H 



H 



iH-NMR (6) ppm 

mMSOd-6) 

IB2felCl2.72(bs, 1H). 8.24<d, 
2H, J = 8.4 Hz),7.95 - 7.98 (m, 2H) 
7.87( 8( lH),7.7 6 (d,2HJ = ^4H|) 
7.73 (s, 1H), 7.43 - 7.48 (m. 2H), 7.32 
7^7^131 



2H, J = 8.4Hz),7.97 - 8 02 (m, 2H), 
7.87 fe lH),7.76(d,2H J = a4 Hz). 
77nfn lF> T9fi-7.32ftn.2H) 

T292(s,lH), 12.73 (bs, 8.24 (d, 
S J = 8.5Hz),7.94(d.2H,J = 7 e l 
7-90 (3, 1^7.86 (8 115, 7.76 
(d,2H,J = 8.5Hz),7.65(d,2H,J = 



2H, J = 8.6 Hz), 7.98 (d, 2H< J - 8.5 
Hz , 7.86 (s, 1H), 7.79 (8, lHV 7.76 
(d, 2H, J = 8.5 Hz), 7.52 (d, 2H, J = 
8.5 Hz) 



12^9felH), 12.75(1.8, IK), 
2H, J = 8.5 Hz), 7.87 (e, lH). 7.85 (d, 
1H J = 8.1 Hz), 7.76 (d, 2H. J = 85 
Hz),7.64(8,lH),7.26(d,lH,J = 8.1 

^^HTl2^- 1H).8;2| (d, 
2H, J = 8.4 Hz),8.06 (d, 2H J - 8^1 
Hz), 7.87 (8, 1H), 7.72 - 7.79 (m, 7JD 
7 ;49(t > 2H,J = 7.5H Z ),7.38(t > 2H.J 

7.5 Hz] 



li^TlH). 12.76 (bs, lH), 8.24 (d, 
2H, J = 8.4 Hz),7.99 (d, 2H, J = 8.7 
Hz ) 7.86(8.lH),7.76(dfflJ = 8.4 

Hz), 7.56(s,lH).7.01(d,2H,J- 
»-7H7), 3.80 (8, 3H) 



S85(i 1H). 12.78 0)8. 1HX 8.21 (d 
2H, J = 8.7 Hz), 7.94 (dd, lH, J -7.8 
Hz, 1.2Hz), 7.86 felH), 7.78 - 7.83 
1 ( ffi ,2H),7.74(d > 2H,J = a7Hz), 
^ jTfiVfm. lH), 7.59 (S ,lH) 1 
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Table 10 



82 



B-9 



.10 



15 



83 B-10 



84 B-ll 



t-Bu 



MeOOC- 



-o- 



H 



H 



20 



25 



30 



35 



85 B-12 



86 I B-18 



87 B-14 



H 



H 



40 



45 



88 B-16 



89 B-16 



90 B-17 



50 



55 



91 B-18 



a. 



H 



H 



ci- 



iH-NMR(6)PP m 
mMKOd-6) 

Hz)> 7.84 (e, 1H). 7.73 (d, 2H, J - 8-7 
tTx fifH fc im 1.31 (3, 9H) . 

ou J = 8 6 Hz). 7.88 (d, 2H, J = 8.5 
K.87fe^7.76(d. S ,J = 8.5 
Hz)! 7.64 (S.1H). 7.47 (d,2H.J-8.5 

HjUJ2&9H2 



H 



H 



2H ,J = 8.5Hz) ( 8^(dd, i 4H ( J- 
18.9 Hz. 8.8 Hz). 7 94 (s lH). 7.87 fe 
1H), 7.76 (d. 2H. J = 8.5 Hz), 3.81 (8, 

^^^^^ 
9W T = 8 7 Hz), 7.87 (s, lH), 7.80 (d, 

gJ = 84Hz);7.75(d2HJ = 8 8 4 
Hz), 7.63 (6. 1H). 7.26 <d . 2H , J - 8.7 
Hz 2.60 (fc2H.J = 7^Hz). £56- 
\lA(m, 2H). 1.27- If ^.2H), 
nfi 7/ t q« J = 7.8 Hz) 

l9H T = 8 7 Hz), 7.87 (s, lH). 7.1& VP, 
7.64 (s,lH) 744 

&H,J=3.9Hz),7.16(d,lH,J = 
39Hz)_ 



2H, J = 8.5 Hz), 7.87 (8, lH), 7*3 
S4^1H).7.75(^J = &6 
Itt \ n CD 7 63 to, 2 HY 7.DQ IS, ^ 

2H, J = 8.7Hz). 8.22 (d. lH^ J-2.4 
Hzi7.95(dd,lH,J = 8.4Hz,2_4 

Hz) 7.94 (s, 1H), 7.86 (s, 1HV 7.77 
& 2H J = 8.7Hz),7.73(d.lH,J = 

8.4 Hzl 



!lH),8.25(^,m7.»^.2H).^ 

(f lH), 7-^ <<*> 2H' J s 84 Hz) ' 756 
^j^ 7 73fo.lH). 



1291 (8, 1H,), 12.76 (be, lH), 886(e, 
TO 8 23 W 2H, J=8.7Hz), 7.96 (m. 
S 7.SS.1H), 7.82 (S.1H), 7-75 

rj_gH. J^JHzjJjgJm,! 1 -" 
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Table 11 



TTSramml© 1 


Com 


XV 1 


R 7 


' iH-NMR (6) PP m 


No* P' 
92 


B-19 


GO"! 


1 

( 

H ( 

J 


2.99(s, 1H), 12.75 (bs, lH), 8.38 J 
W ,^8.26(d,,2HJ^7^7.9d 

m> 2H), 7.87(3, 1H), 7.77 (d, 2H, 
r=8.7 Hz), 7.56 (m,4H), 7.73 (m, 








] 

1 


•Iz) 7 86 (s, 1H), 7.58 (d, lH, J-36 
Si 7-75 (d;2H,J=8.7H 2 ), 7.31 (d. 

lH, eT=^3.6 Hz), ^ — — — d 


93 


B-20 


H 


H 
H 


94 


B-21 


Or 


*.(CHj>- 


l2^VlWjfe3^.8.2^ g; 
fixj t - ft * Mt) 7 86 (s, 1H), 7.75 \M 

« J:KS?5 3 ih.j=6.9 

Si 7-18 7.32 (m,3H), 2.96 -3.05 
^"ut? ott. g?^M~2H J = 8.5 


95 


B-22 


Or ' 


*-(CH*)s- 


12.75 (b, 2H), IW lOr 0 . \ 
Hz), 8.00 (d. 2H, J = 7-4 Hz). 7.86 (s. 

1H), 7.75 (d, 2H, J = »£ H *>' 

7.33 Cm, 3H), 2.96 (t, ZH. J ^=6.8 Hz), 

2.78 - 2.82 (m, 2H), 2.06 - 2.15 (m, j 

12.86 <s, 1H), 12.74 (bs, 1H). » *f » 


96 


B-23 


f-o- 


CHsCHaCl 


2H J = 8.5 Hz), 7.86 (s, lH), 7.75 (d, 
2H, J = 8.5 Hz), 7.65 - 7.69 (m, 2H). 
Sb- 7.35 (m.2H), 3.91 & 2H J = 
j 9m o g2& 2H. J = 6.8Hzj J 










' I276(8,1H), 12.70 (bs.lH), 8.22 (d, 
8.5 Hz). 7.85 (jjttf 7.7 (d, 
*t -r o c xj«\ t 79 2H J = 8.5 I 
Hzi.7.53(d.2H.J = 8.5Hz).2.51fe 

■fefelH)Tl2.70 (bs. 1H), 8.22 (d, 


97 


B-24 




Me 


98 


B-25 




I CHsMe 


2 H,J = 8.5Hz).7.86(slH)7.75(d. 

2H, J = 8.5 Hz). 7.62 - 7.65 (m, 2H), 
7.45 - 7.50 (m.2H). 7.35- 7.40 (m. 
1H). 2.93 (q, 2H, J = 7.4 Hz), 1.29 (% 
_ RH. J =7.4 Hz) 1 



(1 (C 9^ were synthesized in a manner stmitor to Example 1 by using 1 , 
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Table 12 



•to 



E 


Ixample I 
No. | 


Com 1 
pound 1 
No. 


R* . 


15 


99 


Ol 


CI 


20 


100 


C-2 




25 


101 


C-3 






102 


C-4 




30 


103 


C-5 




35 


104 


C-6 





K 7 



H 



H 



H 



H 



T288fe 1H ( ), 12.54 (bs, lH). 8.22 (8 Itl). 
» « i. J - 5.8 Hz). 7.91 - 7.97 (m. 



*-(CH«)j 



iH-NMR(a)pp m 

(DMSO d-6) 



8.5 Hz). 7.89 - 8.03 Jn, ^f®',™' 
= 8.5 Hz), 7.89 - 7.86 (m. 1H>. (s, 

o k uv> 7 92 (A 2H, J = 8.5 Hz), 7.34 Qs, 
= &8Hz) J £83<s ! jHl 

, ,TT\ 10 CLA rtv 



i . : — ^Tiocc /Kc 



40 



45 



50 



55 



*-(CHs)s- 



105 



C-7 



106 



C-8 



CHsCHiCl 



oX r t — R ^ Hz) 7.20 - 7.34 (m, 3H), 6.8^ <£, 
2^1 2H. J = 6.8 Hz). 2.79 - 2.81 (m. 

^S^^^^,^ J 

= 8.5 Hi). 7.92 (d. 2H J - 8.5 Hz) 7jW - 
t 7n rm 2H} 8.28 - 7.35 (m. 2H), 6.8<J {s, 

lH?.SlT2H.J = ^ Ifo >' 334<t ' 2H ' J 
= 6.9 Hz) 



«-o- 



Me 



107 



C-9 



= 8.5 Hz), 7.91 (d. 2H , J = ^5Hz). 1™ \d, 
2H J = 8.5 Hz), 7.53 (d, 2H. J = 8.5 Hz), 

e^igjmj^i^iL 



o- 



CEfeMe 



t fm 2ffi 7.45 - 7.50 (m,. 2H), 7.35 - 
7 - 66(m ' 2 ^6.83(s.lH).2.93(q.2H.J = 

3H,J = 7.4Hz; 



740 (m, 
74 Hz; 



[0070] 



28 



available amines instead 
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of compound (4) in process 3. Their physical data were 



shown in Tables 13 to 15. 



Table 13 



15 



Exampi© 
No. 



108 



20 



25 



30 



Com 
pound 

No. 



D-l 



109 



110 



40 



45 



111 



D-2 



R A 



H 



iH-NMR (6) ppm 
(DMSO d-6) 



D-3 



Et 



8.7 Hz), 7.74 (2H, d <J J 
7.86(lH,s),8.06(2H,d,J = 8.lH2), 

19 70 (lH.br.sl 



H 



t"91?2H dd* J = 8.7 Hz, Jh-f=o.7 Hz) 
?:?5Sa^ = 8.7Hz) ? 0^ S ). 
7.86 (ia s), 8.06 (2H. d, J = 8.7 Hz), 
, 10.42 (1H ?2 12-72 (1H.D8) 



D-4 



112 



50 



55 



113 



115 



116 



D-5 



•q ?6oSH X7.75(lH ( m).7.76(2H,d, 
H K°8W7.88<lH,s) 8.15 (2H OJ 
8.7 Hz). 8-58 (lH. 8),lP-43 (lH, 8), 12. 

F?ifir3H tJ = 7.2 Hz), 2.30 <3H, s), 

bo53#dd,J = 7.5Hz, 7.5 Hz), 7.23 

rtH m) 738 (6H, m), 7.60 (2H. m), 
P M?69^xnX777(lH.8).9.02(lH.8), 

h^P" A 12.B6 0H.tA 



D-6 



114 D-7 



MeO' 



Me 7.47 (4H, xn), 7.68 gH, »>, £ <2H,£ 
T - o n h«y 7.84 (2H. m), 12.62 OH, bs)l 



D-8 



O n *_/=\_ 



H 



H 



H 



9.0 Hz). 7.62 (1H, * J - W^. 7* 
(1H d,J = 9.0Hz),7.76(2H,d,J- 8.4 
7.87 (1H, 8), 8.23 (2ft d. J =8-4 

Hz) 12,751^^^^-^ 

7.88 (2H, m). 7.95 (3H 

m), 8.11 <2H, d, J= 8.7 Hz), 10.72 (1H, 

s) l9.72( lH.b8) _ — — — 

7.33 (4H, m). 

7.83 (1H. b). 8.01 <&**-*lZ?L 
^ITjlH^JfMl? 7 ) 1269 < lH ' L 



29 
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Table 14 



Example 
No. 



-to 



15 



20 



25 



117 



118 



Com 
pound 
No. 



119 



30 



35 



40 



45 



50 



120 



121 



D-10 



D-ll 



MeS 



-o- 



D-12 



D-13 



D-14 



122 



123 



124 



rvBu-O- 



D-15 



H 



lH-NMR (6) ppm 
(PM SO d-6) 

12.47 <W .*), V£l W, 4 J " 
7 74 (4 H, m), 7.85 (1H, e), 8.06 (2H. d, 
iT -QfVH^ 12.60(lH.b8) 



H 



H 



12.45 (bs/lH), 10.29 (s, 115. 8.07 (d, 
2H J = 8.1 Hz), 7.87 (s, 1H), 7.74 (d. 

2h! J = 8.1 Hz), 7.67 (d, 2H 8 1.7 Hz) 
7.18 (d. 2H, J = 8.7 Hz), 2^56 fc2H J = 
7.5 Hz). 1-50-1.61 (m,2H),L25-1.37 

teTflbsTlH), 12-25 (s,l«);«^ 
2H, J = 8.4 Hz), 7.88 - 7.92 (m 2H), 
777 (d, 2H, J = 8,4 Hz), 7.72 (s, lH), 
17.52 TfrM" 3 ^ 96 * 8 - 31 ** 



H 



H 



flH 8) i9 -714flH.br) 1 

RrSeOH dd, J=2.1, 8.4 Hz), 'i. 780- 

d. J=8.4 Hz), 8.236 (2H, d J=8.4 Hz), 

koiiTiH, U 7-332-7 ^i(lH nO. 



H 



125 



D-16 



D-17 



D-18 



MeO 



n-nh 



EtO 



H 



H 



H 



L), 7.862 (1H.S), 8.147 (2H,d J=8.7 
1 024 (lH. rr>, iPfinH.br) 

jU7Hz).8.036(2H,d,J=8.7HzX 
K2 (2H,d,J=8.4Hz), 11.124 (1H. 8) 

12.711 HH.br) — — 

fel-7.37 (2H, m), 7.73b W >f 
Hz), 7.86-7.83(2H, m) 7*7 £H, s), 
8.149-8.178 ®H.m),8.298gH d J_a7 
Hz), 8.73 (1H, s), 11-058 (lH, s), 12.707 

SSkt,J=7.2 Hz), 4.350 (2H,q, 

j=7 2 Hz), 7.728 (2H, d, J=8.4 Hz), 
p2(lH:8).7.919^,d,^Hz), 

8.062 (2H, d, J=8.4 Hz), 8J64 <2H, 4 
j=8.7Hz), 11.U9 (lH s), 12.716 (lH, 



55 



30 
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Table 15 



Example 
No. 


Com 
pound 


X 


iH-NMR(8)PP m 
(DMSO d-6) 


126 


No. 
D-19 




1&980* 1H>. H.82te 1H), 

J = 8.2Hz),7.80(d,2H,J = 8^Hz), 

7.72(s. lH).7.65(d,2H, J = =8.0 Hz), 
7.43(t, 2H.J = 8.0 Hz). 7.39(s. 1H). 
T TOft 1H -T-« 0Hz) r 7.30(s.lH). 


127 


D-20 




8.5 Hz). 7.79 (d. 2H J = 8* Hz). 7.74 (d. 
2H. J = 8.5 Hz). 7.71 (s, 1H). 7.46 (s, 
itr> ?40(d.2H|.T = 8.5Hz) 1 



25 



30 



40 



45 



50 



55 



31 
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Table 16 




15 



20 



25 



30 



Exampl 
eNa 1 


Com 
pound 


X 


z 


lH-NMR (6) ppm 
(DMSO d-6) 


128 


No. 
E-l 








7 23 Cm d, J= 3.9 Hz), 7.65 (111, 

Toa rn\ 8 19 (1H, d, J = 2.4 
7.94 Coxa, ny, o.j.*/ v** » ' 

H „>, 19 ft (lH.br), 12.92 (1H. s) 


129 


E-2 








7.69-7.73 (2H,m). 7.90-7 94 (2H, 
m ),8.05(lH,8).8.l9(lH,d,J- 
2.1Hz). 8.33 <lH,d,J=4.2Hz). 

, 0 rt/iu 1 3 06 (iH, s) 
12 7 (xxlt D vr J -*- >>KAJ v ' ' 

3:87(3H,8),7.72(lH,d J=4_2 


130 


E-3 


MeO w 






Hz) 7.91 (1H, s), 8.02-8.10 (5H, 
S;8.34(lH.d.J = 4.2Hz),12.7 

n uK, V !111flH.8) 


131 


E-4 






-Q- 


fid 1H. J = 2.1 Hz). 8.56 (dd, 1H, J 
= 8.2 Hz, 2.4 Hz). 8.21 (d, lH J = 
1.8Hz),8.05(d ) lH,J = 7.9Hx) 

7.95 (s, 1H). 7.94 (dd, lH, J = 9.1 
Hz). 2.1 Hz), 7.75 (s, 1H), 7.33 (d. 
1H. J = 8.5H_z) _- 


132 


E-5 








■ 13.77 0>8,lH), 1315(8.^.948 
m lH J = 2.7 Hz), 8.57 (dd, lH, J 
= 8 4 Hz, 2.4 Hz), 8.02 - 8.12 (m, 
4H). 7.96 (8. 1H). 7.92 - 8.02 (m, 
1H> ^sfc, 1 H).3.88(s.3H) 









40 



45 



shown in Tables 17. 



50 



55 



32 
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Table 17 



w 



15 



20 



25 



30 




Bxampl 
>No. 



Com 
pound 
No. 



133 



134 



135 



136 



F-l 



F-2 



F-4 



ci- 



iH-NMR(6)ppm 
(DMSO d-6) 



MeO 



H 



„ 50 (2H, s), 7.15 (2H, d, J = 8.7 
Sz);7.58(2H.4 8.7H Z )7.76^ 

7 88-7.918 <2H, m), 8.15 <1H. d, 
J = 1.8Hz), 12.52 (lH,br), 12.60 

H^T5.00 <2H, s) /7.16 C^". 
d J= 8.7 Hz), 7.59 (2H, d, J = 8.7 
Hz) 7 76 (1H, s). 7.88 (1H, s), 8.01- 
808 (4H,m). 12.50 (lH,br), 12.65 

(lH s) 

3^H,8),7.01 (lH.d,J = 162 
Hz), 7.66-7.88 (7H, m), 8.01-8.10 

X4H, m), ^. R4aH,s) 

699 (lH, d. J = 15.9 Hz). 7.65-7.79 
(tS, 7.86 (1H.S), 7.89 (iH dd, 
J = 2.lHz, 8.7Hz), 8.13 (lH.d,J = 
71 ^^12.58 (1H, s) 



35 Example 137 
[0073] 



40 




process I 




Process 2 




G-1 



45 



50 



55 



<P,0C6SS " , „ B „p™ e s.2lne»m P le1inme»«"Ol(30o m l).10% 



33 
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1 0O'C Evaporation of the solvent under reduced f>^^^3^S!i^1S!^^ S. 

? : Z nnt nurified to proceed to the further reaction. To the so, ""° 21 () was adde d and the react.on 

t^l^^^^^ (21 2 ^ m ?*7to^Z ( ^ Pressure, the residue was 

' M Hi ;?7 (S HZ) 3-26 (dd, 1H, J = 14.0 Hz. 8.8 Hz) 
jo Example 138 
[0076] 



J5 



H0 2 C* 




Process 1 



Process 2 




20 



25 



30 



35 



40 



t3!3'S(i!lkj-14.0Hi.8^Hi» 

Example 139 
[0078] 




Process 1 
o 7 



S o 



8 



45 



50 



o 

HN^ NH 



CI 

Process 2 bo- V< N h j££2£f!JL XXn/n 

O 8 
10 



9 




55 



Hs^;sa=K:ssss~ 



34 
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, • ~ h*,h After the reaction mixture was stirred at room temperature ^J^^ °S wS IN 



jo 



(Pr0C6SS2) , * wi 3 mn was added at 85°C. The reaction solution 



75 6H, J = 7.2 Hz). 
(Process 3) 



20 



25 



30 



(Process 3) tpmDeratU re After confirmation of dissolution 

S5-3E£s==== T..... 

physical data were shown in Tables 1 8. 



35 



40 



45 



50 



55 



35 
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Table 18 



10 



15 



20 



Example 
No. 



25 



30 



35 



140 



141 



Com 
pound 

No. 



H-2 



H-3 



M 



NH 



142 



143 



H-4 



NMe 



H-5 



S 



iH-NMR (6) ppm 
(DMSOd-6) 

12i5*s, 1H). 12.47 (ba 1H). 12.33 
rtjs lH), 8.22 (d, 1H, J =1-8 Hz), 
&^2aJ = 8.2H ? ,7 ft 91 H 7.97 
(m,4H),7.73(d,lH,J = 8.5Hz), 

fi 54 (s. lH) 



1258(8, 1H), 11.51 (s, 1H),8 21 (d 
1H J = 2.lHz),8.20(d,2H,J = 9.3 

Hz), 7.95 (dd, lH, J = 8.1 Hz, 2.1 
Hz) 7 92(8, 1H), 7.80 (d, 2H, J = 9.3 
Hz)7 7?(d,lH,J=8.lHz),7.46(t. 
S?J = 2.lHz),3.74(d,lH,J = 2.1 

&s, 1H), 8.21 fa : fH) 5 19Cdd, 
4H, J = 13.2 Hz, 7.8 Hz), 7.94 (d, 111, 
j" 6 .6Hz),7.89( S ,lH),7.72(d,lH. 
J=8.lHz),6.47(8,lH).2.71(d,3H, 

J = 4.8 Hz) 



liilTs, 1H). 8.21 - 8.24 (m 3H), 
7 93 - 8.01 (m, 4H), 7.72 (d, lH, J - 
a^,) , fi.57(s. 1H) _ 



40 



45 



50 



55 



36 
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Example 144, 145 
[0082] 



10 



15 



20 



25 



CI ^ S o 

Cl H f^V CH ° Process 1 11 

^AV J ' _ — " 



CI 

cl vS Me f^V CHO 



s o 

12 



a 

ci 



-s o 

Process 2 |-1 




s 



I-2 



5 

{Process 1) p 
10083] To a solution of the compound (8)(0.2 g) prepared ^^^^^^^e^90 min.Z 

compound (11) and 33 mg of the compound (12). 
45 Compound (11) ,«,,»# <U i 707 



(dd 

50 Compound (12) 



37 
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'JoTsoMon C ft. ooftpW (.21(42 "^ 0 -^^ n*« « •« «~ 

- r 3 s^^!W^i^»^f« J ■ : " ,fc, * H * M •*•"* 

jo Example 146, 147, 148 
[0087] 

O 

Process^ ^ ^ H JOT!}* 



. n hTocess i n 

_ H f*fTNH HO^C^a N r N^ 



20 



25 



30 



-S 

A-12 



35 



NaO 2 C^0_N r N Y JUJ W^jf 5 S 

J-2 

r Pv^mole 1 was dissolved in dioxane (5 ml) and 1 N 

i H NMR (DMSM e , 8 PP^): '3.82 1H). 
1H NMR (DMSO-d 6 , 5 ppm): 8.20 (d, 2H, J - 8.1 Hz), 



40 8.1 Hz), 7.21 (s, 1H) 



45 



50 



55 



38 
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Example 149 
[0090] 



10 



15 



H0 2 C 



S ^NH 

o 



Process 1 



HJH' 




14 



BocHN' 




Process 3 

%r — ► 

o 



O 



IMH 



13 



Process 2 




N 
H 

K-1 



20 



25 



30 



35 



40 



45 



(Process 1) tert -buthanol (200 ml) and dioxane 

1.49 (s, 9H). 

17 " . ^ - »» <«— o*- ■* ■ sas^fi^^^ 

Their physical data were shown in Tables 19-22. 



50 



55 



39 
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Table 19 



o 

-A. 




to 



15 



20 



25 



30 



35 



40 



45 



50 



' H T — . 


Exampl 
eNo. P 


Cam J 
aundj 
No. L 


X 


T 


iH-NMR(6)ppm 
(DMSO d-6) 


150 


K-2 




0 


12.56 (bs. 1H), 10.79 i £ 1H) £61 
1H). 8.01 - 8.12 to, 6H), 7.78 (s. lH), 
7 «a . 7.69 to. 4H)_ — . - 


151 


K-3 




0 


10.35 (8, 1H), 7.95 (d 2H, J - 8.8 Hz). 
7 75 (s, 1H). 8.52 -7.75 (m, 4H), 7.08 (d, 
llH, « 9.^, 6.15(8. 2H) 


162 


K-4 




2H J = 8.9 Hz), 7.96 (d, 2H, J = 8.9 Hz), 
O KSf 1H), 7.59 (d 

7.32 - 7.50 (m, 6H), 7.16 (d, 2H, J — 8.9 


153 


K-5 




J = 8.6 Hz), 7.86 (d, 2H. J - 8.2 Hz), 
G ^76 - 7.79 (m,2H), 7.76 (s lH), 7.62 <d, 
2H, J = 8.8 Hz), 7.50 - 7.55 <m, 2H), 
7 41 - 7.46 to, 1H) . — 


154 


K-6 




2H, J = 9 0 Hz), 7.89 (d, 2H, J -8.1 Hz), 
776 (s 1H), 7.63 (d,.2H, J = 9-0 Hz)J 
° 7.S(Sm j=8.lHzX266(t.2H J = 
72 Hz), 160 (quant, 2H, J = 7.2 Hz), 
129 (bs. 6H), n»4.0.88(in,3H) _ 


155 


K-7 




i2 55 is, 1H) 10-38 (s, lH), 7.96 (d, 

4H J = 9.0 Hz), 7.75 (s, lH). 7.69 (d, 
O S:i^Hz),7.06(d.2H U-a0W 
4.12 (q, 2H, J= 6.9Hz), 1.36 {t, 3H, J = 
IG9Hz) — 


156 


K-8 




pMbs, 1H), 10.46 fe^ 1^7.97 

2H, J = 8.7Hz), 7.89(d, 2H, J = 8. 4 Hz), 
775 (s, 1H), 7.60 (d, 2H, J = 8.4 Hz) 
° 736(d 2H,J=8.7Hz),2.66(t,2H.J 
= 7 2 Hzfl.68 - 1.62 (m, 2H), 1.24 - 
1 ?7 to, ff"\ "«*-0.88 (m - 3H) — 


157 


K-9 




N^^^tSV™ 3m 

ZH, J = 8.7 Hz), 7.70 - 7 .76 (m , 3H), 
° 7 6b(d,2H,J = 8.7Hz),7.30(d 2H,J = 

aiW^ 2.32 (B.1TT>- 2.31(6, 1H) 

12-55 (bs, 1H). 10.75 fe lH), J17 tt 

2H J = 8.0 Hz), 7.97 (d, 2H, J = 8.8 Hz), 
0 793 (t, 1H, J = 8.0 Hz), 7.76 (s, lH), 
|t««m 9.H J = 8.8 Hz) . 1 


168 







40 
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Table 20 



Bxampl 

>No. 



to 



15 



20 



25 



159 



Com 
pound 
No. 



K-ll 



160 



161 



162 



163 



30 



35 



K-12 



K-13 



K-14 



K-15 



40 



45 



164 



165 



166 



167 



K-16 



50 



168 



X 



\-Bu-\J 



K-17 



K-18 



K-19 



K-20 



CI 



CI 



cv 



t-Bu 



t-Bu 



t-Bu 



T 



iH-NMR (&) PP m 
(DMSO d-6) 



J2 a J= 9.0 Hz), 7.90 (d, 2H J = 8.4 Hz), 
0 776 (s. 1H), 7.60 (d, 2H, J = 9.0 Hz), 



Ph 



-o- 



2H. J = 2.1 Hz), 7.94 (d, 2H, J - 9-0 Hz), 
7 89 (1, 1H, J =18 Hz), 7.76(8.01), 
Ucqm 3H J = 9.0 Hz) 



|2H, J= 8.8 Hz), 7.90 (d, 2H, J = 8.1 Hz), 
776 fs. 1H) 7.50 (d, 2H, J = 8.8 Hz) 
7 38S^ = 8.lH.)2.69(^2H lJ ^ 

7 7 Hz) J = 7.7 Hz) 

1H, J = 2.lHz),7.95(d iH, J-MSJ 
7 94 (d 2H, J = 8.4 Hz), 7.84 (d, 2H, J - 
K),W6(B,lH),7.62(d,lH,J=9.0 

1Hz) 



gfe-STHOo^MTHI), 7.97 (d. 
2H J^Hz), 7.89 (d, 2H, J = 8^4Hz - 
0 E»h 1H). 7.60 (d, 2H J ; 8J_Hz) 
7 35 (d lHT- fiAW ^ 2.37(8,31 
M79^Hl1o^fe^ 
2^, J ss 8.8 Hz), 7.74 - 7 78 (m, 2H), 
J = 8.8 Hz), 7.61 (s, 1H), 



7.62 (d, 



2.41 (s, 31 



9tt ,1 = 87 Hz), 7.68 (B, 1H), 7.b(Md, 
£i=85Hz) > 7.59(d ) lH,J==6.9Hz) l 

L44^JH2 



7 90 (d 2H, J = 8.7 Hz), 7.61 (d, 2H, J - 
K7J9(d,2H,J = 8.5Hz),7.65( 8) 

33(8.9H) 



1H)/10.62^ 1H> 8.00 W 
2H, J= 8.5 Hz), 7.86 (d, 2H, J - 8£ Hz> 
777 (d, 2H, J = 8.5 Hz), 7.63 (d 2H, J = 
S Hz), 7.62 (s, 1H), 7.50 - 7.55 (m 
^ -7.46(m, lH) 



1H), 8.02 - 8.13 (m, 6H), 7.63 - 7.68 (m 



55 



41 
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Table 21 



5 I 


eNo. 1 


Com 
pound 


X 


T 


iH-NMR(6)PP m 
(DMSO d»6) 


JO 


169 


No. 
K-21 




i 

S . 


13.79 (bs, 1H). 10.39 (s, UU W. 
2H J = 8.8 Hz), 7.61 (8, lH), 7.60 (d, 
ffl j=8.8Hz),7.59(d, 1H, J=9.9Hz), 
7.53 (d. 1H, J = 1.8 Hz), 7.07 (d, 1H, J = 
B.2Hz).6.15(s,2H) 

13.79 (s, 1H). 10.49 (s, S). 7.98 >(d. 2H 


15 


170 


K-22 




s 


J = 8 8Hz) J 7.91(d,2H, J = 8 2Hz), 

7 61 (d 2H, J = 8.8 Hz), 7.61 (s, 1H), 
7.|8(d,2H,J = 8.2Hz).2.70(q;2H.J = 
„ , YT \ t 99 / t qxj J s= 7.4 Hz) 


20 


171 


K-23 


n-HU— ^ ^ 


s 


2H j =88 Hz), 7.89 (d. 2H, J = 8.2 Hz), 
!« (d 2H. J = 8.8 Hz), 7.61 (s, 1H) 
-7 07 « 2H J = 8.2 Hz). 2.37 (t, 2H, J 
- 7 i H^.57 1.64 fr, 2H), 1.26 - 

I350(b8, 1H), 10/79 (8. 1H>, 8.17 (d, 
^H, J= 8.4 Hz), 7.99 <d, 2H, J j 8 7 Ifa), 

. y » nrr t _ a a tJ-A 7 64 (d. 1H, J — 
7.94 (d, 2H, J - 8-4 ttx), ' v«, < « 

q'tH.Y 7.65(8. 1H) — 


25 


172 


K-24 




s 


30 


173 


K-25 


CI 


s 


■ 13.80 (bs, 1H), 10.71 (s, 1H), X99 (d 
2H J = 1 6 Hz), 7.95 (d. 2H, J = 8.5 Hz), 
7^9(t.lH,J=1.9Hz),7.63(d.2H,J = 

asH^ 7.61 (s, 1H) 


35 


174 


K-26 




s 


' 13.78 (b8, 1H), 10.48 (8 1H), 7.98 W, 
2H, J= 9.0 Hz), 7.89 (d, 2H, J = 8.1 Hz), 
761 (d 2H, J = 9-0 Hz), 7.61 (s, 1H), 



45 



50 



55 
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Table 22 



10 



15 



20 



25 



30 



yv 




Exampl 
eNo. 


Com 
No. 


x 


T 


iH-NMR (6) ppm 
(DMSO d-6) 


175 


K-27 




0 


12.57 (bs, 1H), 10.88 (s, 1H), 8.53 (s, 
1H), 8.15 - 8.19 (m, 2H), 8 07 (d, 2H, J 
= 8.8 Hz), 7.78 (s. 1H). 7.65 (d, 2H, J = 
8.8 Hz), 7.50 - 7.55 (m, 2H), 7.40 - 7.45 
(m. 1H) 


176 


K-28 




0 


12.58 (bs, 1H), 10.91 (e, 1H), 8.69 (s, 
1H), 8.48 (d, 1H, J = 1.9 Hz), 8.15 (dd, 
1H, J = 8.8 Hz, 1.9 Hz), 8.04 (d, 2H, J 
= 8.8 Hz), 7.78 (d, 1H, J = 8.8 Hz), 7.76 
(s. 1H). 7.64 (d. 1H, J = 8.8 Hz) 


177 


K-29 




s 


13.82 (bs, 1H), 10.95 (s, 1H). 8.72 (s, 
1H), 8.50 (d, 1H, J = 1.9 Hz), 8.16 (dd, 
1H, J = 8.6 Hz, 1.9 Hz), 8.08 (d, 2H, J 
= 8.8 Hz), 7.80 (d. 1H, J ='8.5 Hz), 7.67 
(d. 1H, J = 8.8 Hz). 7.63 (s. 1H) 



Example 178 
35 [0095] 



40 



45 



BocHN 



13 



Process 



BocHN S "l 



15 



Process 2 



50 



55 




16 



o 



NH 



Process 3 



CI 



L-1 



(Process 1) 

[0096] To a solution of the compound (13)(1.7 g) synthesized in Example 149-Process 1 in dioxane (200 ml) was 



43 



10 



15 



20 



25 
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(Process 2) . 

(Process 3) hi 
2-1 Ho Yield 103 mg of the compound (L-1). j - 1 9 Hz), 7.87 (t, 1 H, J = 1 -9 Hz), 7.69 (d, 2H, 

physical data were shown in Table 23. 
Table 23 



30 



35 



40 



o 
A 



45 



50 



55 



Exampl 
eN0. 


Com 
pound 
No. 


X 


T 


1H-NMR (6) ppm 
(DMSOd-6) 


179 


L-2 




O 


12.04 (bs, 1H), 10.47 (s, 1H), 8 14 (0. 
2H, J = 8.2 Hz), 7.92 (d, 2H, J = 8 2 
Hz) 7 72 (d, 2H, J = 8.5 Hz), 7.25 (d, 
ffi J = 8.5 Hz),4.92(dd, lH J = 8.9 

Hz 4.4 Hz), 3.36 (dd, lH,J= 14.4 Hz 
"4 Hz), 3.12 (dd,lH, J =14.4 Hz, 8.9 

Iob-^ih). 10.56 m, 


180 


L-3 


n-Bu-^^— 


O 


2H, J = 8.4 Hz), 7.71 (d, 2H. J = 8.7 
7 34 (d 2H, J = 8.7 Hz), 7.22 (d, 
ffij'=8.?W4.91(ddlH,J = 9.0 

Hz 4 5 Hz), 3.34 (dd, lH, J = 13.8 Hz, 
?5H5.3.ib(dd,lH,.J = 13 5 Hz,ad 

Hz). 2.66 (t, 2H, J = 7.5 Hz) 1.58 
Suant,2H.J = 8.lHz). 1-26- 1.37 (m. 

oyn nQift 3H. J = 7.5 Hz) 1 
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Example 181 
[0100] 



o 




3 M-1 



15 (Process 1) 

[0101] A mixture of the compound (3)(3 g) prepared in Example 1 -Process 2 in dioxane (20 ml) and thionyl chloride 
(10 ml) was heated and dissolved at 100°C. Evaporation of the solvent under reduced pressure gave carboxylic acid 
chloride. The carboxylic acid chloride was not purified and used in further reactions. After a solution of the carboxylic 

20 acid chloride (143 mg), ammonium thiocyanate (42 mg) in dioxane (25 ml) was stirred at room temperature for 15 min, 
3,4-dichloroaniline was added thereto. The reaction solution was stirred at room temperature for 1 hour and the solvent 
was evaporated under reduced pressure. To the residue were added methanol (6 ml) and water (2 ml) and the precip- 
itated crystal was filtrated. Recrystallization from DMF obtained 104 mg of the compound (M-1). 
1H NMR (DMSO-d 6 , 6 ppm); 13.91 (bs, 1H), 12.49 (s, 1H), 11.83 (s, 1H), 8.07 - 8.12 (m, 3H), 7.63 - 7.76 (m, 5H). 

25 [0102] The following compound was synthesized in a manner similar to above-mentioned method. 



O 




R 7 



35 

Abbreviation described below are used. 

Me:methyl, Et.ethyl, nPr:n-propyl, iPr:isobutyl, nBu:n-butyl, iBu:isobutyl, tBu:t-butyl f Pen:n-pentyl, Phiphenyl, Bn:ben- 
zyl, Bz:benzoyl, Aciacetyl, diF:difluoro, diChdichloro, diBr:dibromo, dilidiiodo, diMetdimethyl, thiophene.thiophene, 
thienyhthienyl. Py:pyridil, pyridinerpyridine, pyridinium: pyridinium, Quinoline: Quinoline, Benzodioxole: Benzodioxole, 

40 pyrazinyl: pyrazinyl, pyrrolyl: pyrrolyl, pyrrole: pyrrole, oxide: oxide, indole: indole, imidazolyl: imidazolyl, morpholino: 
morpholino, piperazinyl: piperazinyl, furyl: furyl, furan: furan, thiazolyl: thiazolyl, benzodioxin: benzodioxin, and benzo 

[b]furan:benzo[b]furan m 

(Compound No: R 6 , R?, M, T) = (N-1: Ph, Me, S, S), (N-3: 4-Br-Ph, Me, S, S), (N-4: 4-Me-Ph, Me, S, S), (N-5: 4-Ph- 
Ph Me, S, S), (N-6: 4-OMe-Ph, Me, S, S), (N-7: 4-tBu-Ph, Me, S, S). (N-8: 4-COOMe-Ph, Me, S, S), (N-9: 4-Pen-Ph, 

45 Me S S), (N-10: 4-N0 2 -Ph, Me, S, S), (N-11: 5-CI-thiophene-2-yl, Me. S, S), (N-12: 3-Thienyl, Me. S, S), (N-13: 2-Py, 
Me' s' S) (N-14: 3-Py, Me, S, S), (N-15: 4-Py, Me, S, S), (N-16: 3,4-diF-Ph, Me, S, S), (N-17: 5-Br-thiophene-2-yl, Me, 
S, S),'(N-18: 4-CONH 2 -Ph, Me, S, S), (N-19: 4-CON(Me)H-Ph, Me, S, S), (N-20: 4-CON(Me) 2 -Ph, Me, S, S). (N-21: 

4- iPrOC(=0)-Ph Me S, S), (N-22: 4-nBuOC(=0)-Ph, Me, S, S), (N-23: 6-Me-pyridine-3-yl, Me, S, S), (N-24: Quinoline- 
3-yl Me S, S), (N-25: 4-NH 2 -Ph, Me, S, S), (N-26: 4-N(Ac)H-Ph, Me, S, S), (N-27: 4-OH-Ph, Me, S, S), (N-28: 3,4-di 

so (OHWPh Me, S, S), (N-29: 3,4-di(NH 2 )-Ph, Me, S, S), (N-30: 3:4-[N(Ac)H] 2 -Ph, Me, S, S), (N-31: 4-SH-Ph, Me, S, 
S) (N-32: 4-SMe-Ph, Me, S, S), (N-33: 3,4-diBr-Ph, Me, S, S). (N-34: 4-N(Me)H-Ph, Me, S, S), (N-35: 4-N(Me) 2 -Ph, 
Me S S) (N-36: 4-N(Me) 3 + -Ph, Me, S, S), (N-37: 4-Et-Ph, Me, S, S), (N-38: 4-iPr-Ph, Me, S, S), (N-39: 4-nPr-Ph. Me, 
S, S), (N-40: 4-nBu-Ph. Me, S, S), (N-41 : 4-iBu-Ph, Me, S, S), (N-42: 3,4-diMe-Ph, Me, S, S), (N-43: 1 ,3-Benzodioxole- 

5- yl Me S, S), (N-44: N-Me-pyridinium-4-yl f Me, S, S), (N-45: N-Me-pyridinium-3-yl, Me, S, S), (N-46: 5-Me-Pyridine- 
55 2-yl! Me', s', S), (N-47: 2-Pyrazinyl, Me, S, S), (N-48: 3-Pyrrolyl, Me, S, S), (N-49: 1-Me-pyrrole-3-yl, Me, S, S), (N-50: 

Pyridine N-oxide-4-yl, Me, S, S), (N-51: Pyridine N-oxide-3-yl, Me, S, S), (N-52: 6-OH-pyridine-3-yl, Me, S, S), (N-53: 

6- SH-pyridine-3-yl, Me, S, S), (N-54: 1-Ac-pyrrole-3-yl, Me, S, S), (N-55: 4-CF 3 -Ph, Me, S, S), (N-56: 4-CN-Ph, Me, 
S S) (N-57- 4-CHO-Ph, Me, S, S), (N-58: 3-CI-Ph, Me, S, S), (N-59: 3-Br-Ph, Me, S, S), (N-60: 3-F-Ph, Me, S, S), (N- 



45 
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61 : 3-l-Ph, Me, Si S), (N-62: 4-l-Ph, Me, S, S), (N-63: 4-OCF 3 -Ph, Me, S, S), (N-64: 3,4-dil-Ph, Me, S, S), (N-65: Indole- 
6-yl Me, S, S), (N-66: 1-Ac-indole-6-yl, Me, S, S), (N-67: 1 -Me-indole-6-yl, Me, S, S), (N-68: 4-(1-lmidazolyl)-Ph, Me, 
S S) (N-69: 4-Morphorino-Ph, Me, S, S), (N-70: 4-(1-Piperazinyl)-Ph, Me, S, S), (N-71 : 2:5-diMe-thiophene-3-yl t Me, 
S, S),' (N-72: 2-Furyl, Me, S, S), (N-73: 5-Me-furan-2-yl, Me, S, S), (N-74: 5-Me-furan-2-yl, Me, S, S), (N-75: 2-Thiazolyl, 

5 Me S S), (N-76: 1:4-Benzodioxin-6-yl, Me, S, S), (N-77: Benzo[b]furan-2-yl, Me, S, S), (N-78: 4-NH 2 CH 2 -Ph, Me, S, 
S) (N-79- 4-N(Me)HCH 2 -Ph, Me, S, S), (N-80: 4-N(Me) 2 CH 2 -Ph, Me, S, S), (N-81: 6-CI-pyridine-3-yl, Me, S, S), (N- 
82* 5 6-diCI-pyridine-3-yl, Me, S, S), (N-83: 5-CI-pyridine-2-yl, Me, S, S), (N-84: 4:5-diCI-pyridine-2-yl, Me, S, S). (N- 
85- 4-CICH 2 -Bn, Me, S, S), (N-86: Bn, Me, S, S), (N-87: 4-CI-Bn, Me, S, S), (N-88: 4-Br-Bn, Me, S, S), (N-89: 4-F-Bn, 
Me S S) (N-90: 3,4-diCI-Bn, Me, S, S), (N-91: 3,4-diBr-Bn, Me, S, S), (N-92: 3,4-diF-Bn, Me, S, S), (N-93: 4-CI-Bz, 

jo Me S S) (N-94: 3,4-diCI-Bz, Me, S, S), (N-95: 4-Br-Bz, Me, S, S), (N-96: 3,4-diBr-Bz, Me, S, S), (N-97: 4-F-Bz, Me, 
S S) '(N-98- 3 4-diF-Bz, Me, S, S), (N-99: 4-N0 2 -Bn, Me, S, S), (N-100: 4-CN-Bn, Me, S, S), (N-101: Ph, Et, S, S), 
(N-1 02' 4-F-Ph, Et, S, S), (N-103: 4-Br-Ph, Et, S, S), (N-104: 4-Me-Ph, Et, S, S), (N-105: 4-Ph-Ph, Et, S, S), (N-1 06: 

4- OMe-Ph Et S, S), (N-107: 4-tBu-Ph, Et, S, S), (N-108: 4-COOMe-Ph, Et, S, S), (N-109: 4-Pen-Ph, Et, S, S), (N- 
110- 4-N0 2 -Ph, Et, S, S), (N-111: 5-CI-thiophene-2-yi, Et, S, S), (N-1 12: 3-Thienyl, Et, S, S), (N-113: 2-Py, Et, S, S), 

is (N-1 14- 3-Py, Et, S, S), (N-115: 4-Py, Et, S, S), (N-1 16: 3,4-diF-Ph, Et, S, S), (N-117: 5-Br-thiophene-2-yl, Et, S, S), (N- 
118- 4-CONH 2 -Ph, Et, S, S), (N-119: 4-CON(Me)H-Ph, Et, S, S), (N-120: 4-CON(Me) 2 -Ph, Et, S, S), (N-121: 4-iPrOC 
(=0)-Ph Et S S), (N-122: 4-nBuOC(=0)-Ph, Et, S, S), (N-123: 6-Me-pyridine-3-yl, Et, S, S), (N-124: Quinoline-3-yl, 
Et S S) (N-125: 4-NH 2 -Ph, Et, S, S), (N-126: 4-N(Ac)H-Ph, Et, S, S), (N-127: 4-OH-Ph, Et, S, S), (N-128: 3,4-di(OH) 2 - 
Ph, Et, S, S), (N-129: 3,4-di(NH 2 )-Ph, Et, S, S), (N-130: 3:4-[N(Ac)H] 2 -Ph, Et, S, S), (N-131: 4-SH-Ph, Et, S, S), (N- 

20 132- 4-SMe-Ph Et, S, S), (N-133: 3,4-diBr-Ph, Et, S, S), (N-134: 4-N(Me)H-Ph, Et, S, S), (N-135: 4-N(Me) 2 -Ph, Et, S, 
S) (N-136- 4-N(Me) 3 +-Ph, Et, S, S), (N-137: 4-Et-Ph, Et, S, S), (N-138: 4-iPr-Ph, Et, S, S), (N-139: 4-nPr-Ph, Et, S, 
S), (N-140: 4-nBu-Ph, Et, S, S), (N-141: 4-iBu-Ph, Et, S, S), (N-142: 3,4-diMe-Ph, Et, S, S), (N-143: 1 ,3-Benzodioxole- 

5- yl Et S, S), (N-144: N-Me-pyridinium-4-yl, Et, S, S), (N-145: N-Me-pyridinium-3-yl, Et, S, S), (N-146: 5-Me-Pyridine- 

2- yl' Et' S S), (N-147: 2-Pyrazinyl, Et, S, S), (N-148: 3-Pyrrolyl, Et, S, S), (N-149: 1-Me-pyrrole-3-yl, Et, S, S), (N-150: 
25 Pyridine N-oxide-4-yl, Et, S, S), (N-151 : Pyridine N-oxide-3-yl, Et, S, S), (N-152: 6-OH-pyridine-3-yl, Et, S, S), (N-1 53: 

6- SH-pyridine-3-yl, Et, S, S), (N-1 54: 1 -Ac-pyrrole-3-yl, Et, S, S), (N-1 55: 4-CF 3 -Ph, Et, S, S), (N-1 56: 4-CN-Ph, Et, S, 
S) (N-1 57- 4-CHO-Ph, Et, S, S), (N-1 58: 3-CI-Ph, Et, S, S), (N-1 59: 3-Br-Ph, Et, S, S), (N-1 60: 3-F-Ph, Et, S, S). (N- 
16V 3-l-Ph Et, S, S), (N-162: 4-l-Ph, Et, S, S), (N-163: 4-OCF 3 -Ph, Et, S, S), (N-164: 3,4-dil-Ph, Et, S, S), (N-165: 
lndole-6-yl, Et, S, S), (N-1 66: 1-Ac-indole-6-yl, Et, S, S). (N-1 67: 1-Me-indole-6-yl, Et, S, S), (N-1 68: 4-(1-lmidazolyl) 

30 -Ph Et, S, S), (N-1 69: 4-Morphorino-Ph, Et, S, S), (N-1 70: 4-(1-Piperazinyl)-Ph, Et, S, S), (N-1 71 : 2:5-diMe-thiophene- 

3- yl* Et, S, S), (N-1 72: 2-Furyl, Et, S, S), (N-1 73: 5-Me-furan-2-yl, Et, S, S), (N-1 74: 5-Me-furan-2-yl, Et, S, S), (N-1 75: 
2-Thiazolyl Et S S), (N-1 76: 1 :4-Benzodioxin-6-yl, Et, S, S), (N-1 77: Benzo[b]f uran-2-yl, Et, S, S), (N-1 78: 4-NH 2 CH 2 - 
Ph Et S, S), (N-1 79: 4-N(Me)HCH 2 -Ph, Et, S, S), (N-1 80: 4-N(Me) 2 CH 2 -Ph, Et, S, S), (N-1 81: 6-CI-pyridine-3-yl, Et, 
S S) (N-1 82: 5,6-diCI-pyridine-3-yl, Et, S, S), (N-1 83: 5-CI-pyridine-2-yl, Et, S, S), (N-1 84: 4:5-diCI-pyridine-2-yi, Et, 

35 S S) (N-1 85: 4-CICH 2 -Bn, Et, S, S), (N-1 86: Bn, Et, S, S), (N-1 87: 4-CI-Bn, Et, S, S), (N-1 88: 4-Br-Bn, Et, S, S), (N- 
189' 4-F-Bn, Et, S, S), (N-1 90: 3,4-diCI-Bn, Et, S, S), (N-1 91: 3,4-diBr-Bn, Et, S, S), (N-1 92: 3,4-diF-Bn, Et, S, S), (N- 
193 4-CI-Bz, Et, S, S), (N-1 94: 3,4-diCI-Bz, Et, S, S), (N-1 95: 4-Br-Bz, Et, S, S), (N-1 96: 3,4-diBr-Bz, Et, S, S), (N- 
197- 4-F-Bz, Et, S, S), (N-1 98: 3,4-diF-Bz, Et, S, S), (N-1 99: 4-N0 2 -Bn, Et, S, S), (N-200: 4-CN-Bn, Et, S, S), (N-201: 
Ph COOMe S, S), (N-203: 4-Br-Ph, COOMe, S, S), (N-204: 4-Me-Ph, COOMe, S, S), (N-205: 4-Ph-Ph, COOMe, S, 

40 S) (N-206: 4-OMe-Ph, COOMe, S, S), (N-207: 4-tBu-Ph, COOMe, S, S), (N-208: 4-COOMe-Ph, COOMe, S, S), (N- 
209' 4-Pen-Ph, COOMe, S, S), (N-210: 4-N0 2 -Ph, COOMe, S, S), (N-211: 5-CI-thiophene-2-yl, COOMe, S, S), (N- 
212- 3-Thienyl,' COOMe, S, S), (N-213: 2-Py, COOMe, S, S), (N-214: 3-Py, COOMe, S, S), (N-215: 4-Py, COOMe, S, 
S) (N-216- 3 4-diF-Ph, COOMe, S, S), (N-217: 5-Br-thiophene-2-yl, COOMe, S, S), (N-218: 4-CONH 2 -Ph, COOMe, 
S S), (N-219: 4-CON(Me)H-Ph, COOMe, S, S), (N-220: 4-CON(Me) 2 -Ph, COOMe, S, S), (N-221: 4-iPrOC(=0)-Ph, 

45 COOMe S S) (N-222: 4-nBuOC(=0)-Ph, COOMe, S, S), (N-223: 6-Me-pyridine-3-yl, COOMe, S, S), (N-224: Quin- 
oline-3-yl COOMe, S, S), (N-225: 4-NH 2 -Ph, COOMe, S, S), (N-226: 4-N(Ac)H-Ph, COOMe, S, S), (N-227: 4-OH-Ph, 
COOMe S S), (N-228: 3,4-di(OH) 2 -Ph, COOMe, S, S), (N-229: 3,4-di(NH 2 )-Ph, COOMe, S, S), (N-230: 3:4-[N(Ac) 
H] 2 -Ph COOMe, S, S), (N-231: 4-SH-Ph, COOMe, S, S), (N-232: 4-SMe-Ph, COOMe, S, S), (N-233: 3,4-diBr-Ph, 
COOMe S S), (N-234: 4-N(Me)H-Ph, COOMe, S, S), (N-235: 4-N(Me) 2 -Ph, COOMe, S, S), (N-236: 4-N(Me) 3 +-Ph, 

so COOMe* S S) (N-237: 4-Et-Ph, COOMe, S, S), (N-238: 4-iPr-Ph, COOMe, S, S), (N-239: 4-nPr-Ph, COOMe, S, S), 
(N-240: 4-nBu-Ph, COOMe, S, S), (N-241: 4-iBu-Ph, COOMe, S, S), (N-242: 3,4-diMe-Ph, COOMe, S, S), (N-243: 
1 3-Benzodioxole-5-yl, COOMe, S, S), (N-244: N-Me-pyridinium-4-yl, COOMe, S, S), (N-245: N-Me-pyridinium-3-yl, 
COOMe, S, S), (N-246: 5-Me-Pyridine-2-yl, COOMe, S, S), (N-247: 2-Pyrazinyl, COOMe, S, S), (N-248: 3-Pyrrolyl, 
COOMe S S), (N-249: 1-Me-pyrrole-3-yl, COOMe, S, S), (N-250: Pyridine N-oxide-4-yl, COOMe, S, S), (N-251 : Py- 

55 ridine N-oxide-3-yl, COOMe, S, S). (N-252: 6-OH-pyridine-3-yl, COOMe, S, S), (N-253: 6-SH-pyridine-3-yl, COOMe, 
S S) (N-254- 1-Ac-pyrrole-3-yl, COOMe, S, S), (N-255: 4-CF 3 -Ph, COOMe, S, S), (N-256: 4-CN-Ph, COOMe, S, S), 
(N-257- 4-CHO-Ph, COOMe, S, S), (N-258: 3-CI-Ph, COOMe, S, S), (N-259: 3-Br-Ph, COOMe, S, S), (N-260: 3-F-Ph, 
COOMe, S, S), (N-261: 3-l-Ph, COOMe, S, S), (N-262: 4-l-Ph, COOMe, S, S), (N-263: 4-OCF 3 -Ph, COOMe, S, S), 
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(N-264: 3,4-dil-Ph, COOMe, S, S), (N-265: lndole-6-yl, COOMe, S, S), (N-266: 1-Ac-indole-6-yl, COOMe, S, S), (N- 
267: 1-Me-indole-6-yl, COOMe, S, S), (N-268: 4-(1-»midazolyl)-Ph, COOMe, S, S), (N-269: 4-Morphorino-Ph, COOMe, 
S S), (N-270: 4-(1-Piperaziny1)-Ph, COOMe, S, S), (N-271 : 2:5-diMe-thiophene-3-yl, COOMe, S, S), (N-272: 2-Furyl, 
COOMe, S, S), (N-273: 5-Me-furan-2-yl, COOMe, S, S), (N-274: 5-Me-furan-2-yl. COOMe, S, S), (N-275: 2-Thiazolyl, 

5 COOMe! S, S). (N-276: 1 :4-Benzodioxin-6-yl, COOMe, S, S), (N-277: Benzo[b]furan-2-yl, COOMe, S, S), (N-278: 
4-NH 2 CH 2 -Ph, COOMe, S, S), (N-279: 4-N(Me)HCH 2 -Ph. COOMe, S, S), (N-280: 4-N(Me) 2 CH 2 -Ph, COOMe, S, S), 
(N-281- 6-CI-pyridine-3-yl. COOMe, S, S), (N-282: 5,6-diCI-pyridine-3-yl, COOMe, S, S), (N-283: 5-CI-pyridine-2-yl, 
COOMe S, S), (N-284: 4:5-diCI-pyridine-2-yl, COOMe, S, S), (N-285: 4-CICH 2 -Bn, COOMe, S, S), (N-286: Bn, 
COOMe' S,S),'(N-287: 4-CI-Bn, COOMe, S, S), (N-288: 4-Br-Bn, COOMe, S, S), (N-289: 4-F-Bn, COOMe, S, S), (N- 

io 290- 3 4-diCI-Bn, COOMe, S, S), (N-291: 3,4-diBr-Bn, COOMe, S, S), (N-292: 3,4-diF-Bn, COOMe, S, S), (N-293: 

4- CI-Bz COOMe, S, S), (N-294: 3,4-diCI-Bz, COOMe, S, S), (N-295: 4-Br-Bz, COOMe, S, S), (N-296: 3,4-diBr-Bz, 
COOMe S S), (N-297: 4-F-Bz, COOMe, S, S), (N-298: 3,4-diF-Bz, COOMe, S, S), (N-299: 4-N0 2 -Bn, COOMe, S, 
S) (N-300:'4-CN-Bn, COOMe, S, S), (N-302: H, 4-F-Ph, S, S), (N-303: H, 4-Br-Ph, S, S), (N-304: H, 4-Me-Ph, S, S), 
(N-305- H, 4-Ph-Ph, S, S), (N-306: H, 4-OMe-Ph, S, S), (N-307: H, 4-tBu-Ph, S, S), (N-308: H, 4-COOMe-Ph, S, S), 

15 (N-309- H* 4-Pen-Ph, S, S), (N-310: H, 4-NO r Ph, S, S), (N-311: H, 5-CI-thiophene-2-yl, S, S), (N-312: H, 3-Thienyl, 
S S) (N-313: H, 2-Py, S, S), (N-314: H, 3-Py, S, S), (N-315: H, 4-Py, S, S). (N-316: H, 3,4-diF-Ph, S, S), (N-317: H, 

5- Br-thiophene-2-yl, S, S), (N-318: H, 4-CONH 2 -Ph, S, S), (N-319: H, 4-CON(Me)H-Ph, S, S), (N-320: H, 4-CON(Me) 2 - 
Ph S S) (N-321: H, 4-iPrOC(=0)-Ph, S, S), (N-322: H, 4-nBuOC(=0)-Ph, S, S), (N-323: H, 6-Me-pyridine-3-yl, S, S), 
(N-324: H, Quinoline-3-yl, S, S), (N-325: H, 4-NH 2 -Ph, S, S), (N-326: H, 4-N(Ac)H-Ph, S, S), (N-327: H, 4-OH-Ph, S, 

20 S) (N-328- H 3,4-di(OH) 2 -Ph, S, S), (N-329: H, 3,4-di(NH 2 )-Ph, S, S), (N-330: H, 3:4-[N(Ac)H] 2 -Ph, S, S), (N-331 : H, 
4-SH-Ph S S) (N-332: H, 4-SMe-Ph, S, S), (N-333: H, 3,4-diBr-Ph, S, S), (N-334: H, 4-N(Me)H-Ph, S, S), (N-335: H, 
4-N(MeWPh, S, S), (N-336: H, 4-N(Me) 3 +-Ph, S, S), (N-337: H, 4-Et-Ph, S, S), (N-338: H, 4-iPr-Ph, S, S), (N-339: H, 
4-nPr-Ph, S, S), (N-340: H, 4-nBu-Ph, S, S), (N-341: H, 4-iBu-Ph, S, S), (N-342: H, 3,4-diMe-Ph, S, S), (N-343: H, 
1 3-Benzodioxole-5-yl, S, S), (N-344: H, N-Me-pyridinium-4-yl, S, S), (N-345: H, N-Me-pyridinium-3-yl, S, S), (N-346: 

25 H, 5-Me-Pyridine-2-yl, S, S), (N-347: H, 2-Pyrazinyl, S, S), (N-348: H, 3-Pyrrolyl, S, S), (N-349: H, 1 -Me-pyrrole-3-yl, 
S, S), (N-350: H, Pyridine N-oxide-4-yl, S, S), (N-351: H, Pyridine N-oxide-3-yl, S, S), (N-352; H, 6-OH-pyridine-3-yl, 
S S) (N-353: H, 6-SH-pyridine-3-yl, S, S), (N-354: H, 1-Ac-pyrrole-3-yl, S, S), (N-355: H, 4-CF 3 -Ph, S, S), (N-356: H, 
4-CN-Ph S, S), (N-357: H, 4-CHO-Ph, S, S), (N-358: H, 3-CI-Ph, S, S), (N-359: H, 3-Br-Ph, S, S), (N-360: H, 3-F-Ph, 
S S) (N-361: H, 3-l-Ph ( S, S), (N-362: H, 4-l-Ph, S, S), (N-363: H, 4-OCF 3 -Ph, S, S), (N-364: H, 3,4-dil-Ph, S, S), (N- 

30 365: H, lndoie-6-yl, S, S), (N-366: H, 1-Ac-indole-6-yl, S, S), (N-367: H, 1-Me-indole-6-yi, S, S), (N-368: H, 4-(1-lmida- 
zolyl)-Ph S S), (N-369: H, 4-Morphorino-Ph, S, S), (N-370: H, 4-(1-Piperazinyl)-Ph, S, S), (N-371: H, 2:5-diMe-thi- 
ophene-3-yl, S, S), (N-372: H, 2-Furyl, S, S), (N-373: H, 5-Me-furan-2-yl, S, S), (N-374: H, 5-Me-furan-2-yl, S, S), (N- 
375: H, 2-Thiazolyl, S, S), (N-376: H, 1 :4-Benzodioxin-6-yl, S, S), (N-377: H, Benzo[b]furan-2-yl, S, S), (N-378: H, 
4-NH 2 CH 2 -Ph, S, S), (N-379: H, 4-N(Me)HCH 2 -Ph, S, S), (N-380: H, 4-N(Me) 2 CH 2 -Ph, S, S), (N-381: H, 6-CI-pyridine- 

35 3-y| S S) (N-382: H, 5,6-diCI-pyridine-3-yl, S, S), (N-383: H, 5-Cl-pyridine-2-yl, S, S), (N-384: H, 4:5-diCI-pyridine- 
2-yl' s' S), (N-385: H, 4-CICH 2 -Bn, S, S), (N-386: H, Bn, S, S), (N-387: H, 4-CI-Bn, S, S), (N-388: H, 4-Br-Bn, S, S), 
(N-389- H 4-F-Bn, S, S), (N-390: H, 3,4-diCI-Bn, S, S), (N-391: H, 3,4-diBr-Bn, S, S), (N-392: H, 3,4-diF-Bn, S, S), (N- 
393- H 4-CI-Bz, S, S), (N-394: H, 3,4-diCI-Bz, S, S), (N-395: H, 4-Br-Bz, S, S), (N-396: H, 3,4-diBr-Bz, S, S), (N-397: 
H, 4-F-Bz, S, S), (N-398: H, 3,4-diF-Bz, S, S), (N-399: H, 4-N0 2 -Bn, S, S), (N-400: H, 4-CN-Bn, S, S), (N-401: Me, Ph, 

40 S S) (N-402: Me, 4-F-Ph, S, S), (N-403: Me, 4-Br-Ph, S, S), (N-404: Me, 4-Me-Ph, S. S), (N-405: Me, 4-Ph-Ph, S, S), 
(N-406: Me, 4-OMe-Ph, S, S), (N-407: Me, 4-tBu-Ph, S, S), (N-408: Me, 4-COOMe-Ph, S, S), (N-409: Me, 4-Pen-Ph, 
S S) (N-410: Me, 4-N0 2 -Ph, S, S), (N-411: Me, 5-CI-thiophene-2-yl, S, S), (N-412: Me, 3-Thienyl, S, S), (N-413: Me, 
2-Py S S) (N-414: Me, 3-Py, S, S), (N-415: Me, 4-Py, S, S), (N-416: Me, 3,4-diF-Ph, S, S), (N-417: Me, 5-Br-thiophene- 
2-yl, S,'S),'(N-418: Me, 4-CONH 2 -Ph, S. S), (N-419: Me, 4-CON(Me)H-Ph, S, S), (N-420: Me, 4-CON(Me) 2 -Ph, S, S), 

45 (N-421- Me 4-iPrOC(=0)-Ph, S, S), (N-422: Me, 4-nBuOC(=0)-Ph, S, S), (N-423: Me, 6-Me-pyridine-3-yl, S, S), (N- 
424: Me, Quinoline-3-yl, S, S), (N-425: Me, 4-NH 2 -Ph, S, S), (N-426: Me, 4-N(Ac)H-Ph, S, S), (N-427: Me, 4-OH-Ph, 
S, S), (N-428: Me, 3,4-di(OH) 2 -Ph, S, S), (N-429: Me, 3,4-di(NH 2 )-Ph, S, S), (N-430: Me, 3:4-[N(Ac)H] 2 -Ph, S, S), (N- 
43V Me 4-SH-Ph, S, S), (N-432: Me, 4-SMe-Ph, S, S), (N-433: Me, 3,4-diBr-Ph, S, S), (N-434: Me, 4-N(Me)H-Ph, S, 
S) (N-435: Me, 4-N(Me) 2 -Ph, S, S), (N-436: Me, 4-N(Me) 3 +-Ph, S, S), (N-437: Me, 4-Et-Ph, S, S), (N-438: Me, 4-iPr- 

so Ph, S, S), (N-439: Me, 4-nPr-Ph, S, S), (N-440: Me, 4-nBu-Ph, S, S), (N-441 : Me, 4-iBu-Ph, S, S). (N-442: Me, 3,4-diMe- 
Ph S S) (N-443: Me, 1 ,3-Benzodioxole-5-yl, S, S), (N-444: Me, N-Me-pyridinium-4-yl, S, S), (N-445: Me, N-Me-py- 
ridinium-3-yl, S, S), (N-446: Me, 5-Me-Pyridine-2-yl, S, S), (N-447: Me, 2-Pyrazinyl, S, S), (N-448: Me, 3-Pyrrolyl, S, 
S), (N-449: Me, 1-Me-pyrrole-3-yl, S, S), (N-450: Me, Pyridine N-oxide-4-yl, S, S), (N-451 : Me, Pyridine N-oxide-3-yl, 
S S) (N-452: Me, 6-OH-pyridine-3-yl, S, S), (N-453: Me, 6-SH-pyridine-3-yl, S, S), (N-454: Me, 1-Ac-pyrrole-3-yl, S, 

55 S) (N-455- Me, 4-CF 3 -Ph, S, S), (N-456: Me, 4-CN-Ph, S, S), (N-457: Me, 4-CHO-Ph, S, S), (N-458: Me, 3-CI-Ph, S, 
S) (N-459: Me, 3-Br-Ph, S, S), (N-460: Me, 3-F-Ph, S, S), (N-461: Me, 3-l-Ph, S, S), (N-462: Me, 4-l-Ph, S, S), (N- 
463: Me, 4-OCF 3 -Ph, S, S), (N-464: Me, 3,4-dil-Ph, S, S), (N-465: Me, lndole-6-yl, S, S), (N-466: Me, 1-Ac-indole-6-yl, 
S, S), (N-467: Me, 1-Me-indole-6-yl, S, S), (N-468: Me, 4-(1-lmidazolyl)-Ph, S, S), (N-469: Me, 4-Morphorino-Ph, S, 
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S), (N-470: Me, 4-(1-Piperaziny!)-Ph, S, S), (N-471: Me, 2:5-diMe-thiophene-3-yl, S, S), (N-472: Me, 2-Furyl, S, S), 
(N-473* Me, 5-Me-furan-2-yl, S, S), (N-474: Me, 5-Me-furan-2-yl, S t S), (N-475: Me, 2-ThiazoIyl, S, S), (N-476: Me, 1: 
4-Benzodioxin-6-yl, S, S), (N-477: Me, Benzo[b]furan-2-yl, S, S), (N-478: Me, 4-NH 2 CH 2 -Ph, S, S), (N-479: Me, 4-N 
(Me)HCH 2 -Ph, S, S), (N-480: Me, 4-N(Me) 2 CH 2 -Ph, S, S), (N-481 : Me, 6-CI-pyridine-3-yl, S, S), (N-482: Me, 5,6-diCI- 

5 pyridine-3-yl, S, S), (N-483: Me, 5-CI-pyridine-2-yl, S, S), (N-484: Me, 4:5-diCI-pyridine-2-yl, S, S), (N-485: Me, 4-CICH 2 - 
Bn, S, S), (N-486: Me, Bn, S, S), (N-487: Me, 4-CI-Bn, S, S), (N-488: Me, 4-Br-Bn, S, S), (N-489: Me, 4-F-Bn, S, S), 
(N-490: Me, 3,4-diCI-Bn, S, S), (N-491: Me, 3,4-diBr-Bn, S, S), (N-492: Me, 3,4-diF-Bn, S, S), (N-493: Me, 4-CI-Bz, S, 
S), (N-494: Me, 3,4-diCI-Bz, S, S), (N-495: Me, 4-Br-Bz, S, S), (N-496: Me, 3,4-diBr-Bz, S, S), (N-497: Me, 4-F-Bz, S, 
S) (N-498- Me, 3,4-diF-Bz, S, S), (N-499: Me, 4-NO z -Bn, S, S), (N-500: Me, 4-CN-Bn, S, S), (N-501: Et, Ph, S, S). (N- 

w 502- Et, 4-F-Ph, S ( S), (N-503: Et, 4-Br-Ph, S, S), (N-504: Et, 4-Me-Ph, S, S), (N-505: Et, 4-Ph-Ph, S, S), (N-506: Et, 

4- OMe-Ph, S, S), (N-507: Et, 4-tBu-Ph, S, S), (N-508: Et, 4-COOMe-Ph, S, S), (N-509: Et, 4-Pen-Ph, S, S), (N-510: 
Et, 4-N0 2 -Ph, S, S), (N-511: Et, 5-CI-thiophene-2-yl, S, S), (N-512: Et, 3-Thienyl, S, S), (N-513: Et, 2-Py, S, S), (N- 
514- Et 3-Py S, S), (N-515: Et, 4-Py, S, S), (N-516: Et, 3,4-diF-Ph, S, S), (N-517: Et, 5-Br-thiophene-2-yl, S, S), (N- 
51 8: Et,4-CONH 2 -Ph, S, S), (N-51 9: Et, 4-CON(Me)H-Ph, S, S), (N-520: Et, 4-CON(Me) 2 -Ph, S, S), (N-521 : Et, 4-iPrOC 

15 (=0)-Ph S, S), (N-522: Et, 4-nBuOC(=0)-Ph, S, S), (N-523: Et, 6-Me-pyridine-3-yl, S, S), (N-524: Et, Quinoline-3-yl, 
S S) (N-525- Et, 4-NH 2 -Ph, S, S), (N-526: Et, 4-N(Ac)H-Ph, S, S), (N-527: Et, 4-OH-Ph, S, S), (N-528: Et, 3,4-di(OH) 2 - 
Ph S, S), (N-529: Et, 3,4-di(NH 2 )-Ph, S, S), (N-530: Et, 3:4-[N(Ac)H] 2 -Ph, S, S), (N-531: Et, 4-SH-Ph, S, S), (N-532: 
Et, 4-SMe-Ph, S, S), (N-533: Et, 3,4-diBr-Ph, S, S), (N-534: Et, 4-N(Me)H-Ph, S, S), (N-535: Et, 4-N(Me) 2 -Ph, S, S), 
(N-536: Et, 4-N(Me) 3 +-Ph, S, S), (N-537: Et, 4-Et-Ph, S, S), (N-538: Et, 4-iPr-Ph, S. S), (N-539: Et, 4-nPr-Ph, S, S), 

20 (N-540: Et, 4-nBu-Ph, S, S), (N-541 : Et, 4-iBu-Ph, S, S), (N-542: Et, 3,4-diMe-Ph, S, S), (N-543: Et, 1 ,3-Benzodioxo!e- 

5- yl, S, S), (N-544: Et, N-Me-pyridinium-4-yl, S, S), (N-545: Et, N-Me-pyridinium-3-yl, S, S), (N-546: Et, 5-Me-Pyridine- 

2- yl! s! S), (N-547: Et, 2-Pyrazinyl, S, S), (N-548: Et, 3-Pyrrolyl. S, S), (N-549: Et, 1-Me-pyrrole-3-yl, S, S), (N-550: Et, 
Pyridine N-oxide-4-yl, S, S), (N-551: Et, Pyridine N-oxide-3-yl, S, S), (N-552: Et, 6-OH-pyridine-3-yl, s, S), (N-553: Et, 

6- SH-pyridine-3-yl, S, S), (N-554: Et, 1-Ac-pyrro!e-3-yl, S. S), (N-555: Et, 4-CF 3 -Ph, S, S), (N-556: Et, 4-CN-Ph, S, S), 
25 (N-557: Et, 4-CHO-Ph, S, S), (N-558: Et, 3-CI-Ph, S, S), (N-559: Et, 3-Br-Ph, S, S), (N-560: Et, 3-F-Ph, S, S), (N-561 : 

Et, 3-l-Ph, S, S), (N-562: Et, 4-l-Ph, S, S), (N-563: Et, 4-OCF 3 -Ph, S, S), (N-564: Et, 3,4-dil-Ph, S, S), (N-565: Et, 
lndole-6-yl, S, S), (N-566: Et, 1-Ac-indole-6-yl, S, S), (N-567: Et, 1 -Me-indole-6-yl, S, S), (N-568: Et, 4-(1-lmidazolyl) 
-Ph, S, S), (N-569: Et, 4-Morphorino-Ph, S, S), (N-570: Et, 4-(1-Piperazinyl)-Ph, S, S), (N-571: Et, 2:5-diMe-thiophene- 

3- yl, S, S), (N-572: Et, 2-Furyl, S, S), (N-573: Et, 5-Me-furan-2-yl, S, S), (N-574: Et, 5-Me-furan-2-yl, S, S), (N-475: Et, 
30 2-Thiazolyl, S, S), (N-576: Et, 1 :4-Benzodioxin-6-yl, S, S), (N-577: Et, Benzo[b]furan-2-yl, S, S), (N-578: Et, 4-NH 2 CH 2 - 

Ph, S, S), (N-579: Et, 4-N(Me)HCH 2 -Ph, S, S), (N-580: Et, 4-N(Me) 2 CH 2 -Ph, S, S), (N-581: Et, 6-CI-pyridine-3-yl, S, 
S), (N-582: Et, 5,6-diCI-pyridine-3-yl, S, S), (N-583: Et f 5-CI-pyridine-2-yl, S, S), (N-584: Et, 4:5-diCI-pyridine-2-yl, S, 
S)! (N-585: Et, 4-CICH 2 -Bn, S, S), (N-586: Et, Bn, S, S), (N-587: Et, 4-C!-Bn, S, S), (N-588: Et, 4-Br-Bn, S, S), (N-589: 
Et, 4-F-Bn, S, S), (N-590: Et, 3,4-diCI-Bn, S, S), (N-591: Et, 3,4-diBr-Bn, S,S), (N-592: Et, 3,4-diF-Bn, S, S), (N-593: 
35 Et 4-CI-Bz, S, S), (N-594: Et, 3,4-diCI-Bz, S, S), (N-595: Et, 4-Br-Bz, S, S), (N-596: Et, 3,4-diBr-Bz, S, S), (N-597: Et, 

4- F-Bz, S, S), (N-598: Et, 3,4-diF-Bz, S, S), (N-599: Et, 4-N0 2 -Bn, S, S), (N-600: Et, 4-CN-Bn, S, S), (N-601 : COOMe, 
Ph S, S), (N-602: COOMe, 4-F-Ph, S, S), (N-603: COOMe, 4-Br-Ph, S, S), (N-604: COOMe, 4-Me-Ph, S, S), (N-605: 
COOMe, 4-Ph-Ph, S, S), (N-606: COOMe, 4-OMe-Ph, S, S), (N-607: COOMe, 4-tBu-Ph, S, S), (N-608: COOMe, 
4-COOMe-Ph, S, S), (N-609: COOMe, 4-Pen-Ph, S, S), (N-510: COOMe, 4-N0 2 -Ph, S, S), (N-611: COOMe, 5-CI- 

40 thiophene-2-yl, S, S), (N-612: COOMe, 3-Thienyl, S, S), (N-513: COOMe, 2-Py, S, S), (N-614: COOMe, 3-Py, S, S), 
(N-615: COOMe, 4-Py, S, S), (N-616: COOMe, 3,4-diF-Ph, S, S), (N-617: COOMe, 5-Br-thiophene-2-yl, S, S), (N-61 8: 
COOMe, 4-CONH 2 -Ph, S, S), (N-61 9: COOMe, 4-CON(Me)H-Ph, S, S), (N-620: COOMe, 4-CON(Me) 2 -Ph, S, S), (N- 
621: COOMe, 4-iPrOC(=0)-Ph, S, S), (N-622: COOMe, 4-nBuOC(=0)-Ph t S, S). (N-623: COOMe, 6-Me-pyridine-3-yl, 
S, S), (N-624: COOMe, Quinoline-3-yl, S, S), (N-625: COOMe, 4-NH 2 -Ph, S, S), (N-626: COOMe, 4-N(Ac)H-Ph, S, 

45 S), (N-627: COOMe, 4-OH-Ph, S, S), (N-628: COOMe, 3,4-di(OH) 2 -Ph, S, S), (N-629: COOMe, 3,4-di(NH 2 )-Ph, S, S), 
(N-630: COOMe, 3:4-[N(Ac)H] 2 -Ph, S, S), (N-631: COOMe, 4-SH-Ph, S, S), (N-632: COOMe, 4-SMe-Ph, S, S). (N- 
633: COOMe, 3,4-diBr-Ph, S, S), (N-634: COOMe, 4-N(Me)H-Ph, S, S), (N-635: COOMe, 4-N(Me) 2 -Ph, S, S), (N-636: 
COOMe, 4-N(Me) 3 + -Ph, S, S), (N-637: COOMe, 4-Et-Ph, S, S), (N-638: COOMe, 4-iPr-Ph, S, S), (N-639: COOMe, 
4-nPr-Ph, S, S), (N-640: COOMe, 4-nBu-Ph, S, S), (N-641: COOMe, 4-iBu-Ph, S, S), (N-642: COOMe, 3,4-diMe-Ph, 

so S, S), (N-643: COOMe, 1 ,3-Benzodioxole-5-yl, S, S), (N-644: COOMe, N-Me-pyridinium-4-yl, S, S), (N-645: COOMe, 
N-Me-pyridinium-3-yl, S, S), (N-646: COOMe, 5-Me-Pyridine-2-yl, S, S), (N-647: COOMe, 2-Pyrazinyl, S, S), (N-648: 
COOMe, 3-Pyrrolyl, S, S), (N-649: COOMe, 1 -Me-pyrrole-3-yl, S, S), (N-650: COOMe, Pyridine N-oxide-4-yl, S, S), 
(N-651: COOMe, Pyridine N-oxide-3-yl, S, S), (N-652: COOMe, 6-OH-pyridine-3-yl t S, S), (N-653: COOMe, 6-SH- 
pyridine-3-yl, S, S), (N-654: COOMe, 1-Ac-pyrrole-3-yl, S, S), (N-655: COOMe, 4-CF 3 -Ph, S, S), (N-656: COOMe, 

55 4-CN-Ph, S, S), (N-657: COOMe, 4-CHO-Ph, S, S), (N-658: COOMe, 3-CI-Ph, S, S), (N-659: COOMe, 3-Br-Ph, S, S), 
(N-660: COOMe, 3-F-Ph, S, S), (N-661: COOMe, 3-l-Ph, S, S), (N-662: COOMe, 4-l-Ph, S, S), (N-663: COOMe, 
4-OCF 3 -Ph, S, S), (N-664: COOMe, 3,4-dil-Ph, S, S), (N-665: COOMe, lndole-6-yl, S, S), (N-666: COOMe, 1-Ac- 
indole-6-yl, S, S), (N-667: COOMe, 1-Me-indole-6-yl, S, S), (N-668: COOMe, 4-(1-lmidazolyl)-Ph, S, S), (N-669: 
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COOMe, 4-Morphorino-Ph, S, S), (N-670: COOMe, 4-(1-Piperazinyl)-Ph, S, S), (N-671 : COOMe, 2:5-diMe-thiophene- 

3- yl, S, S), (N-672: COOMe, 2-Furyl, S, S), (N-673: COOMe, 5-Me-furan-2-yl, S, S), (N-674: COOMe, 5-Me-furan-2-yl, 
S S), (N-675: COOMe, 2-Thiazolyl, S, S), (N-676: COOMe, 1 :4-Benzodioxin-6-yl, S, S), (N-577: COOMe, Benzo[b] 
furan-2-yl, S, S), (N-678: COOMe, 4-NH 2 CH 2 -Ph, S t S), (N-679: COOMe, 4-N(Me)HCH 2 -Ph, S, S), (N-680: COOMe. 

5 4-N(Me) 2 CH 2 -Ph, S, S), (N-681: COOMe, 6-CI-pyridine-3-yl, S, S), (N-682: COOMe, 5,6-diCI-pyridine-3-yl, S, S), (N- 
683: COOMe. 5-CI-pyridine-2-yl, S, S), (N-684: COOMe, 4:5-diCI-pyridine-2-yl, S, S), (N-685: COOMe, 4-CICH 2 -Bn, 
S, S), (N-686: COOMe, Bn, S, S), (N-687: COOMe, 4-CI-Bn, S, S), (N-688: COOMe, 4-Br-Bn, S, S), (N-689: COOMe, 

4- F-Bn, S, S), (N-690: COOMe, 3,4-diCI-Bn, S, S), (N-691: COOMe, 3,4-diBr-Bn, S, S), (N-692: COOMe. 3,4-diF-Bn, 
S S), (N-693: COOMe, 4-CI-Bz, S, S), (N-694: COOMe, 3,4-diCI-Bz, S, S), (N-695: COOMe, 4-Br-Bz, S, S), (N-696: 

w COOMe, 3,4-diBr-Bz, S, S), (N-697: COOMe, 4-F-Bz, S, S), (N-698: COOMe, 3,4-diF-Bz, S, S). (N-699: COOMe, 

4- N0 2 -Bn, S, S), (N-700: COOMe, 4-CN-Bn, S, S), (N-701: Ph, H, O, S), (N-702: 4-F-Ph, H, O, S), (N-703: 4-Br-Ph, 
H, O, S), (N-704: 4-Me-Ph, H, O, S), (N-705: 4-Ph-Ph, H, O, S), (N-706: 4-OMe-Ph, H, O, S), (N-707: 4-tBu-Ph, H, O, 
S), (N-708: 4-COOMe-Ph, H, 0, S), (N-709: 4-Pen-Ph, H, O, S), (N-710: 4-N0 2 -Ph, H, O, S), (N-711: 5-CI-thiophene- 

2- yl H O S), (N-712: 3-Thienyl, H, O, S), (N-713: 2-Py, H, O, S), (N-714: 3-Py, H, O, S), (N-715: 4-Py, H, O, S), (N- 
15 71 6: 3,4-diF-Ph, H, O, S), (N-717: 5-Br-thiophene-2-yl, H, O, S). (N-718: 4-CONH 2 -Ph, H, O, S), (N-719: 4-CON(Me) 

H-Ph, H, O, S), (N-720: 4-CON(Me) 2 -Ph, H, O, S), (N-721: 4-iPrOC(=0)-Ph, H, 0. S), (N-722: 4-nBuOC(=0)-Ph, H, 
O S), (N-723: 6-Me-pyridine-3-yl, H, O, S), (N-724: Quinoline-3-yl, H, O, S), (N-725: 4-NH 2 -Ph, H, O, S), (N-726: 4-N 
(Ac)H-Ph, H, O. S), (N-727: 4-OH-Ph, H, O, S), (N-728: 3,4-di(OH) 2 -Ph, H, O, S), (N-729: 3,4-di(NH 2 )-Ph, H, O, S), 
(N-730: 3:4-[N(Ac)H] 2 -Ph, H, O, S), (N-731: 4-SH-Ph, H, O, S), (N-732: 4-SMe-Ph, H, O, S), (N-733: 3,4-diBr-Ph, H, 
20 O, S), (N-734: 4-N(Me)H-Ph, H, O, S), (N-735: 4-N(Me) 2 -Ph, H, O, S), (N-736: 4-N(Me) 3 +-Ph, H, O, S), (N-737: 4-Et- 
Ph, H. O, S), (N-738: 4-iPr-Ph, H, O, S), (N-739: 4-nPr-Ph, H, O, S), (N-740: 4-nBu-Ph, H, O, S), (N-741 : 4-iBu-Ph, H, 
O, S), (N-742: 3.4-diMe-Ph, H, O, S), (N-743: 1 ,3-Benzodioxole-5-yl, H, O t S), (N-744: N-Me-pyridinium-4-yl, H, O, S), 
(N-745: N-Me-pyridinium-3-yl, H, O, S), (N-746: 5-Me-Pyridine-2-yl, H, O, S), (N-747: 2-Pyrazinyl. H, O, S), (N-748: 

3- Pyrrolyl, H, O, S). (N-749: 1-Me-pyrrole-3-yl, H, O, S), (N-750: Pyridine N-oxide-4-yl, H, O, S), (N-751: Pyridine N- 
25 oxide-3-yl, H, O, S), (N-752: 6-OH-pyridine-3-yl, H, O, S). (N-753: 6-SH-pyridine-3-yl. H, O, S), (N-754: 1-Ac-pyrrole- 

3- y! H O S), (N-755: 4-CF 3 -Ph, H, 0, S), (N-756: 4-CN-Ph, H, 0, S), (N-757: 4-CHO-Ph, H, O, S), (N-758: 3-CI-Ph, 
H, 6, S), (N-759: 3-Br-Ph, H, O, S), (N-760: 3-F-Ph, H, O, S), (N-761: 3-l-Ph, H, O, S), (N-762: 4-l-Ph, H, O, S), (N- 
763: 4-OCF 3 -Ph, H, O, S). (N-764: 3,4-di»-Ph, H, O, S), (N-765: lndole-6-yl, H, O, S), (N-766: 1-Ac-indole-6-yl, H. O, 
S), (N-767: 1-Me-indole-6-yl, H, O, S), (N-768: 4-(1-lmidazolyl)-Ph. H, O, S), (N-769: 4-Morphorino-Ph, H, O, S), (N- 

30 770: 4-(1 -Piperazinyl)-Ph, H, O. S), (N-771 : 2:5-diMe-thiophene-3-yl, H, 0, S), (N-772: 2-Furyl, H, O, S), (N-773: 5-Me- 
furan-2-yl, H, O, S). (N-774: 5-Me-furan-2-yl, H, O, S), (N-775: 2-Thiazolyl, H, O, S), (N-776: 1:4-Benzodioxin-6-yl, H, 
O, S), (N-777: Benzo[b]furan-2-yl, H, O, S), (N-778: 4-NH 2 CH 2 -Ph, H, O, S), (N-779: 4-N(Me)HCH 2 -Ph, H, O, S), (N- 
780: 4-N(Me) 2 CH 2 -Ph, H, O, S), (N-781: 6-CI-pyridine-3-yl, H, O, S), (N-782: 5,6-diCI-pyridine-3-yl, H, O, S), (N-783: 

5- CI-pyridine-2-yl, H, O, S), (N-784: 4:5-diCl-pyridine-2-yl, H, O, S), (N-785: 4-CICH 2 -Bn, H, O, S), (N-786: Bn, H, O, 
35 S) (N-787: 4-CI-Bn, H, O, S), (N-788: 4-Br-Bn, H, O, S), (N-789: 4-F-Bn, H, 0, S), (N-790: 3,4-diCI-Bn, H, O, S), (N- 

791: 3,4-diBr-Bn, H, O, S), (N-792: 3,4-diF-Bn, H, O, S), (N-793: 4-CI-Bz, H, O, S), (N-794: 3,4-diCI-Bz, H, O, S), (N- 
795: 4-Br-Bz, H, O, S), (N-796: 3,4-diBr-Bz, H, O, S), (N-797: 4-F-Bz, H, 0, S), (N-798: 3,4-diF-Bz, H, O, S), (N-799: 

4- N0 2 -Bn, H, O, S), (N-800: 4-CN-Bn, H, O, S), (N-801: Ph, Me, O, S), (N-802: 4-F-Ph, Me, O, S), (N-803: 4-Br-Ph, 
Me, O, S), (N-804: 4-Me-Ph, Me, O, S), (N-805: 4-Ph-Ph, Me, O, S). (N-806: 4-OMe-Ph, Me, O, S), (N-807: 4-tBu-Ph, 

40 Me! O, S), (N-808: 4-COOMe-Ph, Me, O, S), (N-809: 4-Pen-Ph, Me, O, S), (N-810: 4-N0 2 -Ph, Me, O, S), (N-811 : 5-CI- 
thioph'ene-2-yI, Me, O, S), (N-81 2: 3-Thienyl, Me, O, S), (N-813: 2-Py, Me, O, S), (N-814: 3-Py, Me, O, S), (N-815: 
4-Py Me O S), (N-81 6: 3,4-diF-Ph, Me, O, S), (N-81 7: 5-Br-thiophene-2-yl, Me, O, S), (N-81 8: 4-CONH 2 -Ph, Me, O, 
S), (N-819: 4-CON(Me)H-Ph, Me, O, S), (N-820: 4-CON(Me) 2 -Ph, Me, O, S), (N-821: 4-iPrOC(=0)-Ph. Me, O, S), (N- 
822: 4-nBuOC(=0)-Ph, Me, O, S), (N-823: 6-Me-pyridine-3-yl, Me, O, S), (N-824: Quinoline-3-yl, Me, O, S), (N-825: 

45 4-NH 2 -Ph, Me, O, S), (N-826: 4-N(Ac)H-Ph, Me, O, S), (N-827: 4-OH-Ph, Me, O, S), (N-828: 3,4-di(OH) 2 -Ph, Me, O, 
S), (N-829: 3,4-di(NH 2 )-Ph, Me. O, S), (N-830: 3:4-[N(Ac)H] 2 -Ph, Me, O, S), (N-831: 4-SH-Ph, Me, O, S), (N-832: 

4- SMe-Ph, Me, O, S), (N-833: 3,4-diBr-Ph, Me, O, S), (N-834: 4-N(Me)H-Ph, Me, O, S), (N-835: 4-N(Me) 2 -Ph, Me, O, 
S), (N-836: 4-N(Me) 3 + -Ph, Me, O, S), (N-837: 4-Et-Ph, Me, O, S), (N-838: 4-iPr-Ph, Me, O, S), (N-839: 4-nPr-Ph, Me, 
O, S), (N-840: 4-nBu-Ph, Me, O, S), (N-841 : 4-iBu-Ph, Me, O, S), (N-842: 3,4-diMe-Ph, Me, O, S), (N-843: 1,3-Ben- 

so zodioxole-5-yl. Me, O, S), (N-844: N-Me-pyridinium-4-yl, Me, O. S), (N-845: N-Me-pyridinium-3-yl, Me, O, S), (N-846: 

5- Me-Pyridine-2-yl, Me, O, S), (N-847: 2-Pyrazinyl, Me, O, S), (N-848: 3-Pyrrolyi, Me, O. S). (N-849: 1 -Me-pyrrole-3-yl, 
Me, O, S), (N-850: Pyridine N-oxide-4-yl, Me, O, S), (N-851: Pyridine N-oxide-3-yI, Me, O, S), (N-852: 6-OH-pyridine- 
3-yl, Me, O, S), (N-853: 6-SH-pyridine-3-yl, Me, O, S), (N-854: 1-Ac-pyrrole-3-yl, Me, O, S), (N-855: 4-CF 3 -Ph, Me, O, 
S), (N-856: 4-CN-Ph, Me, 0, S), (N-857: 4-CHO-Ph, Me, 0, S), (N-858: 3-CI-Ph, Me, O, S), (N-859: 3-Br-Ph, Me, O, 

55 S)! (N-860: 3-F-Ph, Me, O, S), (N-861: 3-l-Ph, Me, O, S), (N-862: 4-l-Ph, Me, O, S), (N-863: 4-OCF 3 -Ph, Me, O, S), 
(N-864: 3,4-dil-Ph, Me, O, S), (N-865: lndole-6-yl, Me, O, S), (N-866: 1 -Ac-indole-6-yl, Me, O, S), (N-867: 1-Me-indole- 

6- yl ( Me, O, S), (N-868: 4-(1-lmidazolyl)-Ph, Me, O, S), (N-869: 4-Morphorino-Ph, Me, O, S), (N-870: 4-(1-Piperazinyl) 
-Ph, Me! O, S), (N-871: 2:5-diMe-thiophene-3-yl, Me, O, S), (N-872: 2-Furyl, Me, O, S), (N-873: 5-Me-furan-2-yl, Me, 
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O S), (N-874: 5-Me-furan-2-yl, Me, O, S), (N-875: 2-Thiazolyl, Me, O, S), (N-876: 1 :4-Benzodioxin-6-yl, Me, O, S), (N- 
877: Benzo[b]furan-2-yl, Me, O, S), (N-878: 4-NH 2 CH 2 -Ph, Me, O, S), (N-879: 4-N(Me)HCH 2 -Ph, Me, O, S), (N-880: 

4- N(Me) 2 CH 2 -Ph, Me, O, S), (N-881: 6-CI-pyridine-3-y!. Me, O, S). (N-882: 5,6-diCI-pyridine-3-yl, Me, O, S), (N-883: 

5- CI-pyridine-2-yl, Me, O, S), (N-884: 4:5-diCI-pyridine-2-yl, Me, O, S), (N-885: 4-CICH 2 -Bn, Me, O, S), (N-886: Bn, 
5 Me O, S), (N-887: 4-CI-Bn, Me, O, S), (N-888: 4-Br-Bn, Me, O, S), (N-889: 4-F-Bn, Me, O, S), (N-890: 3,4-diCI-Bn, 

Me' O S),' (N-891 : 3,4-diBr-Bn, Me, O, S), (N-892: 3,4-diF-Bn, Me, O, S), (N-893: 4-CI-Bz, Me, 0, S), (N-894: 3,4-diCI- 
Bz, Me, O, S), (N-895: 4-Br-Bz, Me, O, S), (N-896: 3.4-diBr-Bz, Me, O, S), (N-897: 4-F-Bz, Me, O, S), (N-898: 3,4-diF-Bz, 
Me O, S), (N-899: 4-N0 2 -Bn, Me, O, S), (N-900: 4-CN-Bn, Me, O, S), (N-901: Ph, Et, O, S), (N-902: 4-F-Ph, Et, O, 
S) (N-903: 4-Br-Ph, Et, O, S), (N-904: 4-Me-Ph, Et, O, S), (N-905: 4-Ph-Ph, Et, 0, S), (N-906: 4-OMe-Ph, Et, O, S), 

10 (N-907: 4-tBu-Ph, Et, O, S), (N-908: 4-COOMe-Ph, Et, O, S), (N-909: 4-Pen-Ph, Et, O, S), (N-910: 4-NO r Ph, Et, O, 
S), (N-911: 5-CI-thiophene-2-yl, Et, O, S), (N-912: 3-Thienyl, Et, O, S), (N-913: 2-Py, Et, O, S), (N-914: 3-Py, Et, O, S), 
(N-915- 4-Py, Et, 0, S), (N-916: 3,4-diF-Ph, Et, 0, S), (N-917: 5-Br-thiophene-2-yl, Et, O, S), (N-918: 4-CONH 2 -Ph, Et, 
0, S), (N-919: 4-CON(Me)H-Ph, Et, O, S), (N-920: 4-CON(Me) 2 -Ph, Et, O, S), (N-921: 4-iPrOC{=0)-Ph, Et, O, S), (N- 
922* 4-nBuOC(=0)-Ph, Et, O, S), (N-923: 6-Me-pyridine-3-yl, Et, O, S), (N-924: Quinoline-3-yl. Et, O, S), (N-925: 4-NH 2 - 

15 Ph Et 0, S), (N-926: 4-N(Ac)H-Ph, Et, O, S), (N-927: 4-OH-Ph, Et, O, S), (N-928: 3,4-di(OH) 2 -Ph, Et, O, S). (N-929: 
3 4-di(NH 2 )-Ph, Et, O, S), (N-930: 3:4-[N(Ac)H] 2 -Ph, Et, O, S), (N-931: 4-SH-Ph, Et, O, S), (N-932: 4-SMe-Ph, Et, O, 
S) (N-933: 3,4-diBr-Ph, Et, O, S), (N-934: 4-N(Me)H-Ph, Et, O, S), (N-935: 4-N(Me) 2 -Ph, Et, O, S), (N-936: 4-N(Me) 3 + - 
Ph, Et, O, S), (N-937: 4-Et-Ph, Et, O, S), (N-938: 4-iPr-Ph, Et, O, S), (N-939: 4-nPr-Ph, Et, O, S), (N-940: 4-nBu-Ph, 
Et, O, S), (N-941: 4-iBu-Ph, Et, O, S), (N-942: 3,4-diMe-Ph, Et, O, S), (N-943: 1 ,3-Benzodioxole-5-yl, Et, O, S), (N- 

20 944: ig-Me-pyridinium-4-yl, Et, O, S), (N-945: N-Me-pyridinium-3-yl, Et, O, S), (N-946: 5-Me-Pyridine-2-yl, Et, O, S), 
(N-947: 2-Pyrazinyl, Et, O, S), (N-948: 3-Pyrrolyl, Et, O, S), (N-949: 1-Me-pyrrole-3-yl, Et, O, S), (N-950: Pyridine N- 
oxide-4-yl, Et, O, S), (N-951: Pyridine N-oxide-3-yl, Et, O, S), (N-952: 6-OH-pyridine-3-yl, Et, O, S), (N-953: 6-SH- 
pyridine-3-yl, Et, O, S), (N-954: 1 -Ac-pyrrole-3-yl, Et, O, S), (N-955: 4-CF 3 -Ph, Et, O, S), (N-956: 4-CN-Ph, Et, O, S), 
(N-957- 4-CHO-Ph, Et, O, S), (N-958: 3-CI-Ph, Et, O, S), (N-959: 3-Br-Ph, Et, O, S), (N-960: 3-F-Ph, Et, O, S), (N-961: 

25 3-|-Ph, Et, O, S), (N-962: 4-l-Ph, Et, O, S), (N-963: 4-OCF 3 -Ph, Et, O, S), (N-964: 3,4-dil-Ph, Et, O, S), (N-965: Indole- 

6- yl, Et, O, S), (N-966: 1-Ac-indole-6-yl ( Et, O, S), (N-967: 1-Me-indole-6-yl, Et, 0, S), (N-968: 4-(1-lmidazolyl)-Ph, Et, 
O, S), (N-969: 4-Morphorino-Ph, Et, O, S), (N-970: 4-(1-Piperazinyl)-Ph, Et, O, S), (N-971: 2:5-diMe-thiophene-3-yl, 
Et, O, S), (N-972: 2-Furyl, Et, O, S), (N-973: 5-Me-furan-2-yl, Et, O, S), (N-974: 5-Me-furan-2-yl, Et, O, S), (N-975: 

2- Thiazolyl, Et, O, S), (N-976: 1 :4-Benzodioxin-6-yl, Et, O, S), (N-977: Benzo[b]furan-2-yl, Et, O, S), (N-978: 4-NH 2 CH 2 - 
30 Ph, Et, O, S), (N-979: 4-N(Me)HCH 2 -Ph, Et, O, S), (N-980: 4-N(Me) 2 CH 2 -Ph, Et, 0, S), (N-981 : 6-CI-pyridine-3-yl, Et, 

O S), (N-982: 5,6-diCI-pyridine-3-yl, Et, O, S), (N-983: 5-CI-pyridine-2-yl, Et, O, S), (N-984: 4:5-diCI-pyridine-2-yl, Et, 
O* S)! (N-985: 4-CICH 2 -Bn, Et, O, S), (N-986: Bn, Et, O, S), (N-987: 4-CI-Bn, Et, O, S), (N-988: 4-Br-Bn, Et, O, S), (N- 
989: 4-F-Bn, Et, O, S), (N-990: 3,4-diCI-Bn, Et, O, S), (N-991: 3,4-diBr-Bn, Et, O, S), (N-992: 3,4-diF-Bn, Et, O, S), (N- 
993: 4-CI-Bz, Et, O, S), (N-994: 3,4-diCI-Bz, Et, O, S), (N-995: 4-Br-Bz, Et, O, S), (N-996: 3,4-diBr-Bz, Et, O, S), (N- 

35 997- 4-F-Bz, Et, O, S), (N-998: 3,4-diF-Bz, Et, O, S), (N-999: 4-N0 2 -Bn, Et, O, S), (N-1000: 4-CN-Bn, Et, O, S), (N- 
100V Ph, COOMe, O, S), (N-1002: 4-F-Ph, COOMe, O, S), (N-1003: 4-Br-Ph, COOMe, O, S), (N-1004: 4-Me-Ph, 
COOMe. O, S), (N-1005: 4-Ph-Ph, COOMe, O, S), (N-1006: 4-OMe-Ph, COOMe; O, S), (N-1007: 4-tBu-Ph, COOMe, 
O, S), (N-1008: 4-COOMe-Ph, COOMe, O, S), (N-1009: 4-Pen-Ph, COOMe, O, S), (N-1010: 4-N0 2 -Ph, COOMe, O, 
S) (N-1011: 5-CI-thiophene-2-yl, COOMe, O, S), (N-1012: 3-Thienyl, COOMe, O, S), (N-1013: 2-Py, COOMe, O, S), 

40 (N-1014- 3-Py, COOMe, O, S), (N-1015: 4-Py, COOMe, O, S), (N-1016: 3,4-diF-Ph, COOMe, O, S), (N-1017: 5-Br- 
thiophene-2-yl, COOMe, O, S), (N-1018: 4-CONH 2 -Ph, COOMe, O, S), (N-1019: 4-CON(Me)H-Ph, COOMe, O, S), 
(N-1020: 4-CON(Me) 2 -Ph, COOMe, O, S), (N-1021: 4-iPrOC(=0)-Ph, COOMe, O, S), (N-1022: 4-nBuOC(=0)-Ph, 
COOMe O S), (N-1023: 6-Me-pyridine-3-yl, COOMe, 0, S), (N-1024: Quinoline-3-yl, COOMe, O f S), (N-1025: 4-NH 2 - 
Ph COOMe, O, S), (N-1026: 4-N(Ac)H-Ph, COOMe, O, S), (N-1027: 4-OH-Ph, COOMe, O, S), (N-1028: 3,4-di(OH) 2 - 

45 Ph! COOMe, O, S), (N-1029: 3,4-di(NH 2 )-Ph, COOMe, O, S), (N-1030: 3:4-[N(Ac)H] 2 -Ph, COOMe, O, S), (N-1031: 
4-SH-Ph COOMe, O, S), (N.1032: 4-SMe-Ph, COOMe, O, S), (N-1033: 3,4-diBr-Ph, COOMe, O, S). (N-1034: 4-N 
(Me)H-Ph, COOMe, O, S), (N-1035: 4-N(Me) 2 -Ph, COOMe, O, S), (N-1036: 4-N(Me) 3 + -Ph, COOMe, O, S), (N-1037: 
4-Et-Ph, COOMe, O, S), (N-1038: 4-iPr-Ph, COOMe, O, S), (N-1039: 4-nPr-Ph, COOMe, O, S), (N-1040: 4-nBu-Ph, 
COOMe, O, S), (N-1041: 4-iBu-Ph, COOMe, O, S), (N-1042: 3,4-diMe-Ph, COOMe, O, S), (N-1043: 1 ,3-Benzodioxole- 

so 5-y|, COOMe, O, S), (N-1044: N-Me-pyridinium-4-yl, COOMe, O, S), (N-1045: N-Me-pyridinium-3-yl, COOMe, O, S), 
(N-1046: 5-Me-Pyridine-2-yl, COOMe, 0, S), (N-1047: 2-Pyrazinyl, COOMe, O, S), (N-1048: 3-Pyrrolyl, COOMe, O, 
S), (IM-1049: 1-Me-pyrrole-3-yl, COOMe, O, S), (N-1050: Pyridine N-oxide-4-yl, COOMe, O, S), (N-1051: Pyridine N- 
oxide-3-yl, COOMe, O, S), (N-1052: 6-OH-pyridine-3-yl, COOMe, O, S), (N-1053: 6-SH-pyridine-3-yl, COOMe, O, S), 
(N-1054: 1-Ac-pyrrole-3-yl, COOMe, O, S), (N-1055: 4-CF 3 -Ph, COOMe, O, S), (N-1056: 4-CN-Ph, COOMe, O, S), 

55 (N-1057- 4-CHO-Ph, COOMe, O, S), (N-1058: 3-CI-Ph, COOMe, O, S), (N-1059: 3-Br-Ph, COOMe, O, S), (N-1060: 

3- F-Ph COOMe, O, S), (N-1061: 3-l-Ph, COOMe, O, S), (N-1062: 4-l-Ph, COOMe, O, S), (N-1063: 4-OCF 3 -Ph, 
COOMe O, S), (N-1064: 3,4-dil-Ph, COOMe, O, S), (N-1065: lndole-6-yl, COOMe, O, S), (N-1066: 1-Ac-indole-6-yl, 
COOMe! O, S), (N-1067: 1-Me-indole-6-yl, COOMe, O, S), (N-1068: 4-(1-lm«dazolyl)-Ph, COOMe, O, S), (N-1069: 
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4-Morphorino-Ph, COOMe, O, S), (N-1070: 4-(1 -Piperazinyl)-Ph, COOMe, O, S), (N-1071: 2:5-diMe-thiophene-3-yl, 
COOMe, O, S), (N-1072: 2-Furyl, COOMe, O, S), (N-1073: 5-Me-furan-2-yl, COOMe, O, S), (N-1074: 5-Me-furan-2-yl, 
COOMe! O, S), (N-1075: 2-Thiazolyl. COOMe, O, S), (N-1076: 1 :4-Benzodioxin-6-yl, COOMe, D, S), (N-1077: Benzo 
[b]furan-2-yl, COOMe, O, S), (N-1078: 4-NH 2 CH 2 -Ph, COOMe, D, S), (N-1079: 4-N(Me)HCH 2 -Ph, COOMe, O. S), (N- 

5 1080: 4-N(Me) 2 CH 2 -Ph, COOMe, O, S), (N-1 081: 6-CI-pyridine-3-yl, COOMe, O, S), (N-1082: 5,6-diCI-pyridine-3-yl, 
COOMe, O. S), (N-1 083: 5-CI-pyridine-2-yl, COOMe, O t S), (N-1084: 4:5-diCI-pyridine-2-yl, COOMe, 0, S), (N-1085: 
4-CICH 2 -Bn, COOMe, O, S), (N-1086: Bn, COOMe, O, S), (N-1087: 4-CI-Bn, COOMe, O, S), (N-1088: 4-Br-Bn, 
COOMe, O, S), (N-1089: 4-F-Bn, COOMe, O, S), (N-1090: 3,4-diCI-Bn, COOMe, O, S), (N-1091 : 3,4-diBr-Bn, COOMe, 
O S) (N-1092: 3,4-diF-Bn, COOMe, O, S), (N-1 093: 4-CI-Bz, COOMe, O, S), (N-1094: 3,4-diCI-Bz, COOMe, O, S), 

10 (N-1095- 4-Br-Bz, COOMe, O, S), (N-1096: 3,4-diBr-Bz, COOMe, O, S), (N-1097: 4-F-Bz, COOMe, O, S), (N-1098: 
3 4-diF-Bz, COOMe, O, S), (N-1099: 4-N0 2 -Bn, COOMe, O, S), (N-1100: 4-CN-Bn, COOMe, O, S), (N-1101: H, Ph, 
O, S), (N-1102: H, 4-F-Ph, O, S), (N-1103: H, 4-Br-Ph, O, S), (N-1104: H, 4-Me-Ph, O. S), (N-1105: H, 4-Ph-Ph, O, S), 
(N-1106: H, 4-OMe-Ph, O, S), (N-1107: H, 4-tBu-Ph, O, S), (N-1108: H, 4-COOMe-Ph, O, S), (N-1109: H, 4-Pen-Ph, 
O S), (N-1110: H, 4-N0 2 -Ph, O, S), (N-1111: H, 5-CI-thiophene-2-yl, O, S), (N-1112: H, 3-Thienyl, O, S), (N-1113: H, 

is 2-Py O, S), (N-1 11 4: H, 3-Py, O, S), (N-1115: H, 4-Py, O, S), (N-1 11 6: H, 3,4-diF-Ph, O, S), (N-1 11 7: H, 5-Br-thiophene- 
2-yl, O, S),'(N-1118: H, 4-CONH 2 -Ph, O, S), (N-1119: H, 4-CON(Me)H-Ph, O, S), (N-1120: H, 4-CON(Me) 2 -Ph, O, S), 
(N-1 121 ' H, 4-iPrOC(=0)-Ph, O, S), (N-1122: H, 4-nBuOC(=0)-Ph, O, S), (N-1123: H, 6-Me-pyridine-3-yl, O, S), (N- 
1124: H, Quinoline-3-yl, O, S), (N-1125: H, 4-NH 2 -Ph, D, S), (N-1126: H, 4-N(Ac)H-Ph, O, S), (N-1127: H, 4-OH-Ph, 
O, S), (N-1128: H, 3,4-di(OH) 2 -Ph, O, S), (N-1129: H, 3,4-di(NH 2 )-Ph, O, S), (N-1 130: H, 3:4-[N(Ac)H] 2 -Ph, O, S), (N- 

20 1131- H 4-SH-Ph, O, S), (N-1132: H, 4-SMe-Ph, O, S), (N-1133: H, 3,4-diBr-Ph, O, S), (N-1134: H, 4-N(Me)H-Ph, O, 
S), (N-1135: H, 4-N(Me) 2 -Ph, O, S), (N-1136: H, 4-N(Me) 3 +-Ph, O, S), (N-1137: H. 4-Et-Ph, O, S), (N-1138: H, 4-iPr- 
Ph, O, S), (N-1 1 39: H, 4-nPr-Ph, O, S), (N-1 1 40: H, 4-nBu-Ph, O, S), (N-1 1 41 : H, 4-iBu-Ph, O, S), (N-1 1 42: H, 3,4-diMe- 
Ph O, S), (N-143: H, 1 ,3-Benzodioxole-5-yl, O, S), (N-1144: H, N-Me-pyridinium-4-yl, O, S), (N-1145: H, N-Me-pyrid- 
inium-3-yl, O, S). (N-1146: H, 5-Me-Pyridine-2-y!, O, S), (N-1147: H, 2-Pyrazinyl, O, S). (N-1148: H, 3-Pyrrolyl, O, S), 

25 (N-1149: H, 1-Me-pyrrole-3-yl, O, S), (N-1150: H, Pyridine N-oxide-4-yl, O, S), (N-1151: H, Pyridine N-oxide-3-yl, O, 
S) (N-1152: H, 6-OH-pyridine-3-yl, O, S), (N-1153: H, 6-SH-pyridine-3-yl, O, S), (N-1154: H, 1-Ac-pyrrole-3-yl, O, S), 
(N-1155: H, 4-CF 3 -Ph, O, S), (N-1156: H, 4-CN-Ph, O, S), (N-1157: H, 4-CHO-Ph, O, S), (N-1158: H, 3-CI-Ph, O, S), 
(N-1 159: H, 3-Br-Ph, O, S), (N-1 160: H, 3-F-Ph, O, S), (N-1 161: H, 3-l-Ph, O, S). (N-1 162: H, 4-l-Ph, O. S), (N-1 163: 
H, 4-OCF 3 -Ph, O, S), (N-1164: H, 3,4-dil-Ph, O, S), (N-1165: H, lndole-6-yl, O, S), (N-1166: H, 1-Ac-indole-6-yl, O, S), 

30 (N-1 167: H, 1-Me-indole-6-yl. O, S), (N-1 168: H, 4-(1-lmidazolyl)-Ph, O, S), (N-1 169: H, 4-Morphorino-Ph, O, S), (N- 
1170: H, 4-(1-Piperazinyl)-Ph, O, S), (N-1 171: H, 2:5-diMe-thiophene-3-yl, O, S), (N-1 172: H, 2-Furyl, O, S), (N-1 173: 
H, 5-Me-furan-2-yl, O, S), (N-1174: H, 5-Me-furan-2-yl, O, S), (N-1175: H, 2-Thiazolyl, O, S), (N-1176: H, 1:4-Benzo- 
dioxin-6-yl, O, S), (N-1 177: H, Benzo[b]furan-2-yl, O, S), (N-1 178: H, 4-NH 2 CH 2 -Ph, O, S), (N-1 179: H, 4-N(Me)HCH 2 - 
Ph, O, S), (N-1180: H, 4-N(Me) 2 CH 2 -Ph, O, S), (N-1181: H, 6-CI-pyridine-3-yj, O, S), (N-1182: H, 5,6-diCI-pyridine- 

35 3-yl, O, S), (N-1183: H, 5-CI-pyridine-2-yl, O, S), (N-1184: H, 4:5-diCI-pyridine-2-yl, O, S), (N-1185: H, 4-CICH 2 -Bn, O, 
S) (N-1 186: H, Bn, O, S), (N-1 187: H, 4-CI-Bn, O, S), (N-1 188: H, 4-Br-Bn, O, S), (N-1 189: H, 4-F-Bn, O, S), (N-1 190: 
H,3,4-diCI-Bn, O, S), (N-1191: H, 3,4-diBr-Bn, O, S), (N-1192: H, 3,4-diF-Bn, O, S), (N-1193: H, 4-CI-Bz, O, S), (N- 
1194: H, 3,4-diCI-Bz, O, S), (N-1195: H, 4-Br-Bz, O, S), (N-1196: H, 3,4-diBr-Bz, O, S), (N-1197: H, 4-F-Bz, O, S), (N- 
1198: H, 3,4-diF-Bz, O, S), (N-1 199: H, 4-N0 2 -Bn, O, S), (N-1 200: H, 4-CN-Bn, O, S), (N-1 201: Me, Ph, O, S), (N- 

40 1202: Me, 4-F-Ph, O, S), (N-1203: Me, 4-Br-Ph, O, S), (N-1204: Me, 4-Me-Ph, O, S), (N-1205: Me, 4-Ph-Ph, O, S), 
(N-1 206: Me, 4-OMe-Ph, O, S), (N-1 207: Me, 4-tBu-Ph t O, S), (N-1 208: Me, 4-COOMe-Ph, O, S), (N-1 209: Me, 4-Pen- 
Ph O, S), (N-1210: Me, 4-N0 2 -Ph, O, S), (N-1211: Me, 5-CI-thiophene-2-yl, O, S), (N-1212: Me, 3-Thienyl, O, S), (N- 
1213: Me, 2-Py, O, S), (N-1214: Me, 3-Py, O, S), (N-1215: Me, 4-Py, O, S), (N-1216: Me. 3,4-diF-Ph, O, S), (N-1217: 
Me, 5-Br-thiophene-2-yl, O, S), (N-1 21 8: Me, 4-CONH 2 -Ph, O, S), (N-1 21 9: Me, 4-CON(Me)H-Ph, O, S), (N-1 220: Me, 

45 4-CON(Me) 2 -Ph, O, S), (N-1221: Me, 4-iPrOC(=0)-Ph, O, S), (N-1222: Me, 4-nBuOC(=0)-Ph, O t S), (N-1223: Me, 
6-Me-pyridine-3-yl, O, S), (N-1 224: Me, Quinoline-3-yl, O, S), (N-1 225: Me, 4-NH 2 -Ph, O, S), (N-1 226: Me, 4-N(Ac) 
H-Ph, O, S), (N-1 227: Me, 4-OH-Ph, O, S), (N-1 228: Me, 3,4-di(OH) 2 -Ph, O, S), (N-1 229: Me, 3,4-di(NH 2 )-Ph, O, S), 
(N-1 230: Me, 3:4-[N(Ac)H] 2 -Ph, O, S), (N-1 231: Me, 4-SH-Ph, O, S), (N-1 232: Me, 4-SMe-Ph, O, S), (N-1 233: Me, 
3 4-diBr-Ph, O, S), (N-1 234: Me, 4-N(Me)H-Ph, 0, S), (N-1 235: Me, 4-N(Me) 2 -Ph, D, S), (N-1 236: Me, 4-N(Me) 3 + -Ph, 

so O, S), (N-1237: Me, 4-Et-Ph, O, S), (N-1238: Me, 4-iPr-Ph, O, S), (N-1239: Me, 4-nPr-Ph, O, S), (N-1240: Me, 4-nBu- 
Ph, 0, S). (N-1 241: Me, 4-iBu-Ph, O, S), (N-1 242: Me, 3,4-diMe-Ph, O, S), (N-1 243: Me, 1 ,3-Benzodioxole-5-yl, 0, S), 
(N-1 244: Me, N-Me-pyridinium-4-yl, O, S), (N-1245: Me, N-Me-pyridinium-3-yl, O, S), (N-1246: Me, 5-Me-Pyridine-2-yl, 
O, S), (N-1 247: Me, 2-Pyrazinyl, O, S), (N-1 248: Me, 3-Pyrrolyl, O, S), (N-1 249: Me, 1 -Me-pyrrole-3-yl, O, S), (N-1 250: 
Me, Pyridine N-oxide-4-yl, O, S), (N-1 251: Me, Pyridine N-oxide-3-yl, O, S), (N-1 252: Me, 6-OH-pyridine-3-yl f O, S), 

55 (N-1 253: Me, 6-SH-pyridine-3-yl, O, S), (N-1 254: Me, 1-Ac-pyrroie-3-yl, O, S), (N-1 255: Me, 4-CF 3 -Ph, O, S), (N-1 256: 
Me 4-CN-Ph f O, S), (N-1 257: Me, 4-CHO-Ph, O, S), (N-1 258: Me, 3-CI-Ph, O, S), (N-1 259: Me, 3-Br-Ph, O, S), (N- 
1260: Me, 3-F-Ph, O, S), (N-1261: Me, 3-l-Ph, O, S), (N-1262: Me, 4-l-Ph, O, S), (N-1 263: Me, 4-OCF 3 -Ph, O, S), (N- 
1264: Me! 3,4-dil-Ph, 0, S), (N-1 265: Me, lndole-6-yl, O, S), (N-1 266: Me, 1-Ac-indole-6-yl, 0, S), (N-1 267: Me, 1-Me- 
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indole-6-yl, 0, S), (N-1 268: Me, 4-(1-lmidazolyl)-Ph, 0 t S), (N-1 269: Me, 4-Morphorino-Ph, O, S), (N-1 270: Me, 4-(1-Pip- 
erazinyl)-Ph, 0, S), (N-1 271: Me, 2:5-diMe-thiophene-3-yl, 0, S), (N-1 272: Me, 2-Furyl, 0, S), (N-1 273: Me, 5-Me-furan- 
2-yl, 0, S), (N-1 274: Me, 5-Me-furan-2-yl, 0, S), (N-1275: Me, 2-Thiazolyl, 0, S), (N-1276: Me, 1:4-Benzodioxin-6-yl. 
O, S), (N-1277: Me, Benzo[b]furan-2-yI, 0, S), (N-1278: Me, 4-NH 2 CH 2 -Ph, 0, S), (N-1279: Me, 4-N(Me)HCH 2 -Ph, O, 

5 S), (N-1 280: Me, 4-N(Me) 2 CH 2 -Ph, 0, S), (N-1281: Me, 6-CI-pyridine-3-yl, 0, S), (ISM 282: Me, 5,6-diCI-pyridine-3-yl. 
0, S), (N-1283: Me, 5-CI-pyridine-2-yl, 0, S), (N-1284: Me, 4:5-diCI-pyridine-2-yl, O, S) f (N-1285: Me, 4-CICH 2 -Bn, O, 
S), (N-1286: Me, Bn, O, S), (N-1287: Me, 4-CI-Bn, O, S), (N-1288: Me, 4-Br-Bn, O, S), (N-1289: Me, 4-F-Bn, O, S), 
(N-1 290: Me, 3,4-diCI-Bn, O, S), (N-1291: Me, 3,4-diBr-Bn, O, S), (N-1292: Me, 3,4-diF-Bn, O, S), (N-1293: Me, 4-CI- 
Bz, O, S), (N-1 294: Me, 3,4-diCI-Bz, O, S), (N-1295: Me, 4-Br-Bz, O, S), (N-1296: Me, 3,4-diBr-Bz, O, S), (N-1297: 

10 Me 4-F-Bz, O, S), (N-1298: Me, 3,4-diF-Bz, O, S), (N-1299: Me, 4-N0 2 -Bn, O, S), (N-1300: Me, 4-CN-Bn, O, S), (N- 
1301: Et, Ph, O, S), (N-1302: Et, 4-F-Ph, O, S), (N-1303: Et, 4-Br-Ph, O, S), (N-1304: Et, 4-Me-Ph, O, S), (N-1305: Et, 
4-Ph-Ph! O, S), (N-1306: Et, 4-OMe-Ph, O, S), (N-1307: Et, 4-tBu-Ph, O, S), (N-1308: Et, 4-COOMe-Ph, O, S), (N- 
1309: Et,4-Pen-Ph, O, S), (N-1 310: Et, 4-N0 2 -Ph, O, S), (N-1311: Et, 5-CI-thiophene-2-yl, O, S), (N-1312: Et, 3-Thienyl, 
O, S), (N-1313: Et, 2-Py, O, S), (N-1314: Et, 3-Py, O, S), (N-1315: Et, 4-Py, 0, S), (N-1316: Et, 3,4-diF-Ph, O, S), (N- 

15 1317: Et, 5-Br-thiophene-2-yl, O, S), (N-1318: Et, 4-CONH 2 -Ph, O, S), (N-1 31 9: Et, 4-CON(Me)H-Ph, O, S), (N-1 320: 
Et 4-CON(Me) 2 -Ph, O, S), (N-1321: Et, 4-iPrOC(=0)-Ph, O, S). (N-1322: Et, 4-nBuOC(=0)-Ph, O, S), (N-1323: Et, 
6-Me-pyridine-3-yl, O, S), (N-1324: Et, Quinoline-3-yl, O, S), (N-1325: Et, 4-NH 2 -Ph, O, S), (N-1 326: Et, 4-N(Ac)H-Ph, 
O, S), (N-1 327: Et, 4-OH-Ph, O, S), (N-1328: Et, 3,4-di(OH) 2 -Ph, O, S), (N-1329: Et, 3,4-di(NH 2 )-Ph, O, S), (N-1330: 
Et, 3:4-[N(Ac)H] 2 -Ph, O, S), (N-1331: Et, 4-SH-Ph, O, S), (N-1332: Et, 4-SMe-Ph, O, S), (N-1333: Et, 3,4-diBr-Ph, O, 

20 S) t (N-1334: Et, 4-N(Me)H-Ph, O, S), (N-1335: Et, 4-N(Me) 2 -Ph, O, S), (N-1336: Et, 4-N(Me) 3 + -Ph, O, S), (ISM 337: Et, 
4-Et-Ph, O, S), (N-1338: Et, 4-iPr-Ph, 0, S), (N-1339: Et, 4-nPr-Ph, 0, S), (N-1340: Et, 4-nBu-Ph, 0, S), (N-1341: Et, 
4-iBu-Ph, 0, S). (N-1342: Et, 3,4-diMe-Ph, O, S), (N-1343: Et, 1 ,3-Benzodioxo!e-5-yl, O, S), (N-1344: Et, N-Me-pyrid- 
inium-4-yl, O, S), (N-1345: Et, N-Me-pyridinium-3-yl, O, S), (N-1346: Et, 5-Me-Pyridine-2-yl, O, S), (N-1347: Et, 

2- Pyrazinyl, O, S), (N-1348: Et, 3-Pyrrolyl, O, S), (N-1349: Et, 1-Me-pyrro1e-3-yl, O, S), (N-1350: Et, Pyridine N-oxide- 
25 4-y|, O, S), (N-1351: Et, Pyridine N-oxide-3-yl, O, S), (N-1352: Et, 6-OH-pyridine-3-yl, O, S), (N-1353: Et, 6-SH-pyridine- 

3- yl! O, S), (N-1354: Et, 1-Ac-pyrrole-3-yl, O, S), (N-1355: Et, 4-CF 3 -Ph, O, S), (N-1356: Et, 4-CN-Ph, 0, S), (N-1357: 
Et, 4-CHO-Ph, O, S), (N-1358: Et, 3-CI-Ph, O, S), (N-1359: Et, 3-Br-Ph, 0, S), (N-1360: Et, 3-F-Ph, O, S), (N-1361 : Et, 

3- l-Ph, 0, S), (N-1362: Et, 4-l-Ph, 0, S), (N-1363: Et, 4-OCF 3 -Ph, O, S), (N-1364: Et, 3,4-dil-Ph, O, S), (N-1365: Et, 
lndole-6-yl, O, S), (N-1366: Et, 1-Ac-indo!e-6-yl, O, S), (N-1367: Et, 1 -Me-indole-6-yl, O, S), (N-1368: Et, 4-(1-lmida- 

30 zolyl)-Ph, O, S), (N-1 369: Et, 4-Morphorino-Ph, O, S), (N-1 370: Et, 4-(1 -Piperazinyl)-Ph, O, S), (N-1 371 : Et, 2:5-diMe- 
thiophene-3-yl, O, S), (N-1 372: Et, 2-Furyl, O, S), (N-1 373: Et, 5-Me-furan-2-yl, O, S), (N-1 374: Et, 5-Me-furan-2-yl, 
O, S), (N-1 375: Et, 2-Thiazolyl, O, S), (N-1 376: Et, 1 :4-Benzodioxin-6-yl, O, S), (N-1 377: Et, Benzo[b]furan-2-yl, O, S), 
(N-1 378: Et, 4-NH 2 CH 2 -Ph, O, S), (N-1 379: Et, 4-N(Me)HCH 2 -Ph, O, S). (N-1 380: Et, 4-N(Me) 2 CH 2 -Ph, O, S), (N- 
1381: Et, 6-CI-pyridine-3-yl, O, S), (N-1 382: Et, 5,6-diCI-pyridine-3-yl, O, S), (N-1 383: Et, 5-CI-pyridine-2-yl, O, S), (N- 

35 1384: Et, 4:5-diCI-pyridine-2-yl, O, S), (N-1385: Et, 4-CICH 2 -Bn, O, S), (N-1386: Et, Bn, O, S), (N-1387: Et, 4-CI-Bn, 
O S), (N-1 388: Et, 4-Br-Bn, O, S), (N-1 389: Et, 4-F-Bn, O, S), (N-1 390: Et, 3,4-diCI-Bn, O, S), (N-1 391: Et, 3,4-diBr- 
Bn, O, S), (N-1 392: Et, 3,4-diF-Bn, O, S), (N-1 393: Et, 4-CI-Bz, O, S), (N-1 394: Et, 3,4-diCI-Bz, O, S). (N-1 395: Et, 

4- Br-Bz, O, S), (N-1 396: Et, 3,4-diBr-Bz, O, S), (N-1 397: Et, 4-F-Bz, O, S), (N-1 398: Et, 3,4-diF-Bz, O, S), (N-1 399: 
Et, 4-N0 2 -Bn, O, S), (N-1400: Et, 4-CN-Bn, O, S), (N-1401: COOMe, Ph, O, S), (N-1402: COOMe, 4-F-Ph, O, S), (N- 

40 1 403: COOMe, 4-Br-Ph, O, S), (N-1 404: COOMe, 4-Me-Ph, O, S), (N-1 405: COOMe, 4-Ph-Ph, O, S), (N-1406: COOMe, 
4-OMe-Ph, O, S), (N-1 407: COOMe, 4-tBu-Ph, O, S), (N-1 408: COOMe, 4-COOMe-Ph, O, S), (N-1 409: COOMe, 
4-Pen-Ph, O, S), (N-1 410: COOMe, 4-N0 2 -Ph, O, S), (N-1 411: COOMe, 5-CI-thiophene-2-yl, O, S), (N-1 41 2: COOMe, 

3- Thienyl,' O, S), (N-1 41 3: COOMe, 2-Py, O, S), (N-1 41 4: COOMe, 3-Py, O, S), (N-1 41 5: COOMe, 4-Py, O, S), (N- 
1416: COOMe, 3,4-diF-Ph, O, S), (N-1417: COOMe, 5-Br-thiophene-2-yl, O, S), (N-1418: COOMe, 4-CONH 2 -Ph f O, 

45 S), (N-1419: COOMe, 4-CON(Me)H-Ph, O, S), (N-1420: COOMe, 4-CON(Me) 2 -Ph, O, S), (N-1421 : COOMe, 4-iPrOC 
(=0)-Ph, O. S), (N-1 422: COOMe, 4-nBuOC(=0)-Ph, O, S), (N-1 423: COOMe, 6-Me-pyridine-3-yl, O, S), (N-1 424: 
COOMe, Quinoline-3-yl, O, S), (N-1 425: COOMe, 4-NH 2 -Ph, O, S), (N-1 426: COOMe, 4-N(Ac)H-Ph, O, S), (N-1 427: 
COOMe, 4-OH-Ph, O, S), (N-1 428: COOMe, 3,4-di(OH) 2 -Ph, O, S), (N-1 429: COOMe, 3,4-di(NH 2 )-Ph, O, S), (N-1 430: 
COOMe! 3:4-[N(Ac)H] 2 -Ph, O, S) t (N-1 431: COOMe, 4-SH-Ph, O, S), (N-1 432: COOMe, 4-SMe-Ph, O, S), (N-1 433: 

so COOMe! 3,4-diBr-Ph, O, S), (N-1434: COOMe, 4-N(Me)H-Ph, O, S), (N-1435: COOMe, 4-N(Me) 2 -Ph, O, S). (N-1436: 
COOMe, 4-N(Me) 3 + -Ph, O, S), (N-1 437: COOMe, 4-Et-Ph, O, S), (N-1 438: COOMe, 4-iPr-Ph, O, S), (N-1 439: COOMe, 

4- nPr-Ph, O, S), (N-1 440: COOMe, 4-nBu-Ph, O, S), (N-1 441: COOMe, 4-iBu-Ph, O, S), (N-1 442: COOMe, 3,4-diMe- 
Ph, O, S), (N-1443: COOMe, 1 ,3-Benzodioxole-5-yl, O, S), (N-1444: COOMe, N-Me-pyridinium-4-yl, 0, S), (N-1445: 
COOMe, N-Me-pyridinium-3-yl, O, S), (N-1 446: COOMe, 5-Me-Pyridine-2-yl, O, S), (N-1 447: COOMe, 2-Pyrazinyl, O, 

55 S), (N-1 448: COOMe, 3-Pyrrolyl, O, S), (N-1 449: COOMe, 1-Me-pyrrole-3-yl, O, S), (N-1 450: COOMe, Pyridine N- 
oxide-4-yl, O, S), (N-1 451: COOMe, Pyridine N-oxide-3-yl, O, S), (N-1 452: COOMe, 6-OH-pyridine-3-yl, O, S), (N- 
1453: COOMe, 6-SH-pyridine-3-yl, O, S), (N-1454: COOMe, 1 -Ac-pyrrole-3-yl, O, S), (N-1455: COOMe, 4-CF 3 -Ph, O, 
S), (N-1 456: COOMe, 4-CN-Ph, 0, S), (N-1 457: COOMe, 4-CHO-Ph, O, S), (N-1 458: COOMe, 3-CI-Ph, O, S), (N- 
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1459: COOMe, 3-Br-Ph, O, S), (N-1460: COOMe, 3-F-Ph, O, S), (N-1461 : COOMe, 3-l-Ph, O, S), (N-1462: COOMe, 
4-l-Ph, O, S), (N-1 463: COOMe, 4-OCF 3 -Ph, 0, S), (N-1 464: COOMe, 3,4-dil-Ph, O, S), (N-1465: COOMe, lndole-6-yl, 
O, S), (N-1 466: COOMe, 1 -Ac-indole-6-yl, O, S), (N-1 467: COOMe, 1 -Me-indole-6-yl, O, S), (N-1 468: COOMe, 4-(1 -Im- 
!) Ph, C, 3), (\* MOO: COCMc, 4-Morphcrino-Ph, O, S), (N-1470: COOMe, 4-(1-Piperazinyl)-Ph, O, S), (N-1471 : 
ZCZ\ a 'c 2:C d!?^' th;o;jf.cnt>3-yl, C, S), (Ii-V>72: COOMe, 2-Furyl, O, S), (N-1473: COOMe, 5-Me-furarv2-yl, O. S), 
^ T- < V COclvC, C-P/o futan 2-y!, C. 3), (fM<75: COOMe, 2- Thiazolyl, O, S), (N-1476: COOMe, 1:4-Benzodioxin- 

3- yl, C, S)~ (N-1 477. COOMe, Benzo[L]furan-2-yl, O, S), (N-1473: COOMe, 4-NH 2 CH 2 -Ph, O, S), (N-1479: COOMe, 

4- N(Me)HCH 2 -Ph, O, S), (N-1 480: COOMe, 4-N(Me) 2 CH 2 -Ph, O, S), (N-1 481: COOMe, 6-CI-pyridine-3-yl, O, S), (N- 
1482: COOMe, 5,6-diCI-pyridine-3-yl, O, S), (N-1 483: COOMe, 5-CI-pyridine-2-yl, O, S), (N-1 484: COOMe, 4:5-diCI- 

10 pyridine-2-yl, O, S), (N-1 485: COOMe, 4-CICH 2 -Bn, O, S), (N-1 486: COOMe, Bn, O, S), (N-1 487: COOMe, 4-CI-Bn, 
O S), (N-1488: COOMe, 4-Br-Bn, O. S), (N-1489: COOMe, 4-F-Bn, O, S), (N-1490: COOMe, 3,4-diCI-Bn, O, S), (N- 
1491: COOMe, 3,4-diBr-Bn, O, S), (N-1492: COOMe, 3,4-diF-Bn, O, S), (N-1493: COOMe, 4-CI-Bz, 0, S), (N-1494: 
COOMe; 3,4-diCI-Bz, O, S), (N-1 495: COOMe, 4-Br-Bz, O, S), (N-1 496: COOMe, 3,4-diBr-Bz, O, S), (N-1 497: COOMe, 
4-F-Bz, b, S), (N-1 498: COOMe, 3,4-diF-Bz, O, S), (N-1 499: COOMe, 4-N0 2 -Bn, O, S), (N-1 500: COOMe, 4-CN-Bn, 

15 O, S), (N-1 501: Ph, Me, S, O), (N-1502: 4-F-Ph, Me, S, O), (N-1 503: 4-Br-Ph, Me, S, O), (N-1 504: 4-Me-Ph, Me, S, 
O), (N-1 505: 4-Ph-Ph, Me, S, O), (N-1 506: 4-OMe-Ph, Me, S, O), (N-1 507: 4-tBu-Ph, Me, S, O), (N-1 508: 4-COOMe- 
Ph Me, S, O), (N-1 509: 4-Pen-Ph, Me, S, O), (N-1 510: 4-N0 2 -Ph, Me, S, O), (N-1 511: 5-CI-thiophene-2-yl, Me, S, O), 
(N-1 51 2: 3-Thienyl, Me, S, O), (N-1 51 3: 2-Py, Me, S, O), (N-1 51 4: 3-Py, Me, S, O), (N-1 51 5: 4-Py, Me, S, O), (N-1 51 6: 
3,4-diF-Ph, Me, S, 0), (N-1 51 7: 5-Br-thiophene-2-yl, Me, S, O), (N-1 51 8: 4-CONH 2 -Ph, Me, S, O), (N-1 51 9: 4-CON 

20 (Me)H-Ph, Me, S, O), (N-1 520: 4-CON(Me) 2 -Ph, Me, S, O), (N-1 521: 4-iPrOC(=0)-Ph, Me, S, O), (N-1 522: 4-nBuOC 
(=0)-Ph, Me, S, O), (N-1 523: 6-Me-pyridine-3-yl, Me, S, O), (N-1 524: Quinoline-3-yl, Me, S, O), (N-1 525: 4-NH 2 -Ph. 
Me, S, O), (N-1 526: 4-N(Ac)H-Ph, Me, S, O), (N-1 527: 4-OH-Ph, Me, S, O), (N-1 528: 3,4-di(OH) 2 -Ph, Me, S, O), (N- 
1529: 3,4-di(NH 2 )-Ph, Me, S, O), (N-1 530: 3:4-[N(Ac)H] 2 -Ph, Me, S, O), (N-1 531: 4-SH-Ph, Me, S, O), (N-1 532: 4-SMe- 
Ph, Me, S, O), (N-1 533: 3,4-diBr-Ph, Me, S, O), (N-1 534: 4-N(Me)H-Ph, Me, S, O), (N-1 535: 4-N(Me) 2 -Ph, Me, S, O), 

25 (N-1536: 4-N(Me) 3 + -Ph, Me, S, O), (N-1537: 4-Et-Ph, Me, S, O), (N-1538: 4-iPr-Ph, Me, S, O), (N-1539: 4-nPr-Ph, Me, 
S, O), (N-1 540: 4-nBu-Ph, Me, S, O), (N-1 541 : 4-iBu-Ph, Me, S, O), (N-1 542: 3,4-diMe-Ph, Me, S, O), (N-1 543: 1,3-Ben- 
zodioxole-5-yl, Me, S, O), (N-1 544: N-Me-pyridinium-4-yl, Me, S, O), (N-1 545: N-Me-pyridinium-3-yl, Me, S, O), (N- 
1546: 5-Me-Pyridine-2-yl, Me, S, O), (N-1 547: 2-Pyrazinyl, Me, S, O), (N-1 548: 3-Pyrrolyl, Me, S, O), (N-1 549: 1-Me- 
pyrrole-3-yl, Me, S, O), (N-1 550: Pyridine N-oxide-4-yl, Me, S, O), (N-1 551: Pyridine N-oxide-3-yl, Me, S, O), (N-1 552: 

30 6-OH-pyridine-3-yl, Me, S, O), (N-1553: 6-SH-pyridine-3-yl, Me, S, O), (N-1554: 1 -Ac-pyrrole-3-yl, Me, S, O), (N-1555: 
4-CFo-Ph, Me, S, O), (N-1 556: 4-CN-Ph, Me, S, O), (N-1 557: 4-CHO-Ph, Me, S, O), (N-1 558: 3-CI-Ph, Me, S, O), (N- 
1559: 3-Br-Ph, Me, S, O), (N-1560: 3-F-Ph, Me, S, O), (N-1561: 3-l-Ph, Me, S, O), (N-1562: 4-l-Ph, Me, S, O), (N- 
1563: 4-OCF 3 -Ph, Me, S, O), (N-1 564: 3,4-dil-Ph, Me, S, O), (N-1 565: lndole-6-yl, Me, S, O), (N-1 566: 1-Ac-indole- 
6-yi, Me, S, O), (N-1 567: 1 -Me-indole-6-yl, Me, S, O), (N-1 568: 4-(1-lmidazolyl)-Ph, Me, S, O), (N-1 569: 4-Morphorino- 

35 Ph, Me, S, O), (N-1 570: 4-(1-Piperazinyl)-Ph, Me, S, O), (N-1 571 : 2:5-diMe-thiophene-3-yl, Me, S, O), (N-1 572: 2-Furyl, 
Me, S, O), (N-1 573: 5-Me-furan-2-yl, Me, S, O), (N-1 574: 5-Me-furan-2-yl, Me, S, O), (N-1 575: 2-Thiazolyl, Me, S, O), 
(N-1 576: 1:4-Benzodioxin-6-yl, Me, S, O), (N-1 577: Behzo[b]furan-2-yl, Me, S, O), (N-1 578: 4-NH 2 CH 2 -Ph, Me, S, O), 
(N-1579: 4-N(Me)HCH 2 -Ph, Me, S, O), (N-1580: 4-N(Me) 2 CH 2 -Ph, Me, S, O), (N-1581 : 6-CI-pyridine-3-yl, Me, S, O), 
(N-1 582- 5,6-diCI-pyridine-3-yl, Me, S, O), (N-1 583: 5-CI-pyridine-2-yl, Me, S, O), (N-1 584: 4:5-diCI-pyridine-2-yl, Me, 

40 S O), (N-1 585: 4-CICH 2 -Bn, Me, S, O), (N-1 586: Bn, Me, S, O), (N-1 587: 4-CI-Bn, Me, S, O), (N-1 588: 4-Br-Bn, Me, 
S, O), (N-1 589: 4-F-Bn, Me, S, O), (N-1 590: 3,4-diCI-Bn, Me, S, O), (N-1 591: 3,4-diBr-Bn, Me, S, O), (N-1 592: 
3 4-diF-Bn, Me, S, O), (N-1 593: 4-CI-Bz, Me, S, O), (N-1 594: 3,4-diCI-Bz, Me, S, O), (N-1 595: 4-Br-Bz, Me, S, O), (N- 
1596: 3,4-diBr-Bz, Me, S, O), (N-1 597: 4-F-Bz, Me, S, O), (N-1 598: 3,4-diF-Bz, Me. S, O), (N-1 599: 4-NO a -Bn, Me, S, 
O) (N-1600: 4-CN-Bn, Me, S, O), (N-1602: 4-F-Ph, Et, S, O), (N-1603: 4-Br-Ph, Et, S, O), (N-1604: 4-Me-Ph, Et, S, 

45 O), (N-1 605: 4-Ph-Ph, Et, S, O), (N-1 606: 4-OMe-Ph, Et, S, O), (N-1 607: 4-tBu-Ph, Et, S, O). (N-1 608: 4-COOMe-Ph, 
Et, S, O), (N-1609: 4-Pen-Ph, Et, S, O), (N-1610: 4-N0 2 -Ph, Et, S, O), (N-1611: 5-CI-thiophene-2-yl, Et, S, O), (N- 
1612:' 3-Thienyl, Et, S, O), (N-1 61 3: 2-Py, Et, S, O), (N-1 61 4: 3-Py, Et, S, O), (N-1 61 5: 4-Py, Et, S, O), (N-1 61 6: 
3 4-diF-Ph, Et, S, O), (N-1617: 5-Br-thiophene-2-yl, Et, S, O), (N-1618: 4-CONH 2 -Ph, Et, S, O), (N-1619: 4-CON(Me) 
H-Ph, Et, S, O), (N-1 620: 4-CON(Me) 2 -Ph, Et, S, O), (N-1 621: 4-iPrOC(=0)-Ph, Et, S. O), (N-1 622: 4-nBuOC(=0)-Ph, 

so Et S O), (N-1 623: 6-Me-pyridine-3-yl, Et, S, O), (N-1 624: Quinoline-3-yl, Et, S, O), (N-1 625: 4-NH 2 -Ph, Et, S, O), (N- 
1626: 4-N(Ac)H-Ph, Et, S, O), (N-1627: 4-OH-Ph, Et, S, O), (N-1628: 3,4-di(OH) 2 -Ph, Et, S, O), (N-1629: 3,4-di(NH 2 ) 
-Ph Et S, O), (N-1630: 3:4-[N(Ac)H] 2 -Ph, Et, S, O), (N-1631: 4-SH-Ph, Et, S, O), (N-1632: 4-SMe-Ph, Et, S, O), (N- 
1633" 3 4-diBr-Ph, Et, S, O), (N-1 634: 4-N(Me)H-Ph, Et, S, O), (N-1 635: 4-N(Me) 2 -Ph, Et, S, O), (N-1 636: 4-N(Me) 3 + - 
Ph, Et, S, O), (N-1 637: 4-Et-Ph, Et, S, O), (N-1 638: 4-iPr-Ph, Et, S, O), (N-1 639: 4-nPr-Ph, Et, S, O), (N-1 640: 4-nBu- 

55 Ph, Et, S, O), (N-1 641: 4-iBu-Ph, Et, S, O), (N-1 642: 3,4-diMe-Ph, Et, S, O), (N-1 643: 1 ,3-Benzodioxole-5-yl, Et, S, 
O), (N-1644: N-Me-pyridinium-4-yl, Et, S, O), (N-1645: N-Me-pyridinium-3-yl, Et, S, O), (N-1646: 5-Me-Pyridine-2-yl, 
Ex's, O), (N-1647: 2-Pyrazinyl, Et, S, O), (N-1648: 3-Pyrrolyl, Et, S, O), (N-1649: 1-Me-pyrrole-3-yl, Et, S, O), (N-1650: 
Pyridine N-oxide-4-yl, Et, S, O), (N-1651: Pyridine N-oxide-3-yl, Et, S, O), (N-1652: 6-OH-pyridine-3-yl, Et, S, O), (N- 
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1653: 6-SH-pyrid:ns-3-yl, Et, S, O), (N-1654: 1-Ac-pyrrole-3-yl, Et, S, O), (N-1655: 4-CF 3 -Ph, Et, S, O), (N-1656: 
A CN-Ph, Et, S, O), (N-1657: 4-CHO-Ph, Et, S, O), (N-1658: 3-CI-Ph, Et, S, O), (N-1659: 3-Br-Ph, Et, S, O), (N-1660: 

3- F-Ph, Et, S, O), (N-1661: 3-l-Ph, Et, S, O), (N-1662: 4-1-Ph, Et, S, O), (N-1663: 4-OCF 3 -Ph, Et, S, O), (N-1664: 

~ . , r r pu ~ r y ^.^or. '".tlclz o- "! E* ? ■?}, (N* 1G6?: 1 bdcle- 6-yl, E'. rj. (N-1 667: 1 V: :r '-'n-6-yl, 

— % *• • vl;':-^ rh,'f" ; V:V, ;"::'ic6£: :; ,.: Ph.Et.c. ;:7C:4-;i r: r . -^Ph, 

- [ ;;; <™ H.i^h^ r I". I, 0), (M iCTT. r..-/,!, Et, 5, C), ' :: ?: 5 Me-fura.. 2 I;. C, O), 
'N '~S'/4' El, S, 0), (N-1G75: 2-Thiazolyl, Et, G, 0), (N-1676: 1 :4-Benzodioxin-6-yl, Et, S, O), (N-1677: 
3er : zc[bJfu.an-2-y!, El, G, C), (N-1G78: 4NH 2 CH 2 -Ph, Et, S, O), (N-1 679: 4-N(Me)HCH 2 -Ph, Et, S, O), (N-1 680: 4-N 
(Me) 2 CH 2 -Ph, Et, S, O), (N-1681 : 6-CI-pyridine-3-yl, Et, S, O), (N-1682: 5,6-diCI-pyridine-3-yl, Et, S, O), (N-1 683: 5-C1- 

10 pyridine-2-y2,' Et, S, O), (N-1684: 4:5-diCI-pyridine-2-yl, Et, S, O), (N-1685: 4-CICH 2 -Bn, Et, S, O), (N-1686: Bn, Et, S, 
O) (N-1687: 4-CI-Bn, Et, S, O), (N-1688: 4-Br-Bn, Et, S, O), (N-1689: 4-F-Bn, Et, S, O), (N-1690: 3,4-diCI-Bn, Et. S, 
O)! (N-1691: 3,4-diBr-Bn, Et, S, O), (N-1692: 3,4-diF-Bn, Et, S, O), (N-1693: 4-CI-Bz, Et, S, O), (N-1694: 3,4-diCI-Bz, 
Et S, O), (N-1 695: 4-Br-Bz, Et, S, O), (N-1 696: 3,4-diBr-Bz, Et, S, O), (N-1697: 4-F-Bz, Et, S, O), (N-1698: 3,4-diF-Bz, 
Et! s! O)', (N-1 699: 4-NO r Bn, Et, S, O), (N-1700: 4-CN-Bn, Et, S, O), (N-1701: Ph, COOMe, S, O), (N-1 702: 4-F-Ph, 

15 COOMe, S, O), (N-1703: 4-Br-Ph, COOMe, S, O), (N-1 704: 4-Me-Ph, COOMe, S, O), (N-1 705: 4-Ph-Ph, COOMe, S, 
O), (N-1 706: 4-OMe-Ph, COOMe, S, O), (N-1 707: 4-tBu-Ph, COOMe, S, O), (N-1 708: 4-COOMe-Ph, COOMe, S, O), 
(N-1 709: 4-Pen-Ph, COOMe, S, O), (N-1710: 4-N0 2 -Ph, COOMe, S, O), (N-1711: 5-CI-thiophene-2-yl, COOMe, S, 
O), (N-1712: 3-Thienyl, COOMe, S, O), (N-1 71 3: 2-Py, COOMe, S, O), (N-1714: 3-Py, COOMe, S, O), (N-1715: 4-Py, 
COOMe, S, O), (N-1716: 3,4-diF-Ph, COOMe, S, O), (N-1717: 5-Br-thiophene-2-yl, COOMe, S, O), (N-1718: 4-CONH 2 - 

20 Ph, COOMe, S, O), (N-1 71 9: 4-CON(Me)H-Ph, COOMe, S, O), (N-1720: 4-CON(Me) 2 -Ph, COOMe, S, O), (N-1721: 

4- iPrOC(=0)-Ph, COOMe, S, O), (N-1722: 4-nBuOC(=0)-Ph, COOMe, S, O), (N-1723: 6-Me-pyridine-3-yl, COOMe, 
S, O), (N-1724: Quinoline-3-yl, COOMe, S, O), (N-1725: 4-NH 2 -Ph, COOMe, S, O), (N-1726: 4-N(Ac)H-Ph, COOMe, 
s! O), (N-1727: 4-OH-Ph, COOMe, S, O), (N-1728: 3,4-di(OH) 2 -Ph, COOMe, S, O), (N-1 729: 3,4-di(NH 2 )-Ph, COOMe, 
S, O), (N-1730: 3:4-[N(Ac)H] 2 -Ph, COOMe, S, O), (N-1731: 4-SH-Ph, COOMe, S, O), (N-1732: 4-SMe-Ph, COOMe. 

25 S, O). (N-1733: 3,4-diBr-Ph, COOMe, S, O), (N-1734: 4-N(Me)H-Ph, COOMe, S, O), (N-1735: 4-N(Me) 2 -Ph, COOMe, 
S, O), (N-1736: 4-N(Me) 3 + -Ph, COOMe, S, O), (N-1737: 4-Et-Ph, COOMe, S, O), (N-1738: 4-iPr-Ph, COOMe, S, O), 
(N-1 739: 4-nPr-Ph, COOMe, S, O), (N-1740: 4-nBu-Ph, COOMe, S, O), (N-1 741: 4-iBu-Ph, COOMe, S, O), (N-1742: 
3,4-diMe-Ph, COOMe, S, O), (N-t 743: 1 ,3-Benzodioxole-5-yl, COOMe, S, O), (N-1744: N-Me-pyridinium-4-yl, COOMe, 
S, O), (N-1 745: N-Me-pyridinium-3-yl, COOMe, S, O), (N-1746: 5-Me-Pyridine-2-yl, COOMe, S, O), (N-1747: 2-Pyrazi- 

30 nyl, COOMe, S, O), (N-1748: 3-Pyrrolyl, COOMe, S, O), (N-1749: 1-Me-pyrrole-3-yl, COOMe, S, O), (N-1750: Pyridine 
N-oxide-4-yl, COOMe, S, O), (N-1751: Pyridine N-oxide-3-yl, COOMe, S, O), (N-1752: 6-OH-pyridine-3-yl, COOMe, 
S, O), (N-1753: 6-SH-pyridine-3-yl, COOMe, S, O), (N-1754: 1-Ac-pyrrole-3-yl, COOMe, S, O), (N-1755: 4-CF 3 -Ph, 
COOMe, S, O), (N-1 756: 4-CN-Ph, COOMe, S, O), (N-1 757: 4-CHO-Ph, COOMe, S, O), (N-1758: 3-CI-Ph, COOMe, 
S, O), (N-1 759: 3-Br-Ph, COOMe, S, O), (N-1 760: 3-F-Ph, COOMe, S, O), (N-1 761: 3-l-Ph, COOMe, S, O), (N-1762: 

35 4-l-Ph, COOMe, S, O), (N-1763: 4-OCF 3 -Ph, COOMe, S, O), (N-1764: 3,4-dil-Ph, COOMe, S, O), (N-1765: Indole- 
6-yl, COOMe, S, O), (N-1766: 1 -Ac-indole-6-yl, COOMe, S, O), (N-1767: 1-Me-indole-6-yl, COOMe, S, O), (N-1768: 
4-(1-lmidazoiyl)-Ph, COOMe, S, O), (N-1769: 4-Morphorino-Ph, COOMe, S, O), (N-1770: 4-(1-Piperazinyl)-Ph, 
COOMe, S, O), (N-1771: 2:5-diMe-thiophene-3-yl, COOMe, S, O), (N-1772: 2-Furyl, COOMe, S, O), (N-1773: 5-Me- 
furan-2-yl, COOMe, S, O), (N-1774: 5-Me-furan-2-yl, COOMe, S, O), (N-1775: 2-Thiazolyl, COOMe, S, O), (N-1776: 

40 l:4-Benzodioxin-6-yl, COOMe, S, O), (N-1777: Benzo[b]furan-2-yl, COOMe, S, O), (N-1778: 4-NH 2 CH 2 -Ph, COOMe, 
S, O), (N-1779: 4-N(Me)HCH 2 -Ph, COOMe, S, O), (N-1780: 4-N(Me) 2 CH 2 -Ph, COOMe, S, O), (N-1781 : 6-CI-pyridine- 
3-yl, COOMe, S, O), (N-1782: 5,6-diCI-pyridine-3-yl, COOMe, S, O). (N-1783: 5-CI-pyridine-2-yl, COOMe, S, O), (N- 
1784: 4:5-diCI-pyridine-2-yl, COOMe, S, O), (N-1785: 4-CICH 2 -Bn, COOMe, S, O), (IM-1786: Bn, COOMe, S, O), (N- 
1787: 4-CI-Bn, COOMe, S, O), (N-1788: 4-Br-Bn, COOMe, S, O), (N-1789: 4-F-Bn, COOMe; S, O), (N-1790: 3,4-diCI- 

45 Bn, COOMe, S, O), (N-1791: 3,4-diBr-Bn, COOMe, S, O). (N-1792: 3,4-diF-Bn, COOMe, S, O), (N-1793: 4-CI-Bz, 
COOMe, S, O), (N-1 794: 3,4-diCI-Bz, COOMe, S, O), (N-1 795: 4-Br-Bz, COOMe, S, O), (N-1 796: 3,4-diBr-Bz, COOMe, 
S, O), (N-1 797: 4-F-Bz, COOMe, S, O), (N-1 798: 3,4-diF-Bz, COOMe, S, O), (N-1 799: 4-N0 2 -Bn, COOMe, S, O). (N- 
1800: 4-CN-Bn, COOMe, S, O), (N-1 801: H, Ph, S, O), (N-1 802: H, 4-F-Ph, S, O), (N-1 803: H, 4-Br-Ph, S, O), (N-1804: 
H, 4-Me-Ph, S, O), (N-1805: H, 4-Ph-Ph, S, O), (N-1806: H, 4-OMe-Ph, S, O), (N-1807: H, 4-tBu-Ph, S, O), (N-1808: 

50 h' 4-COOMe-Ph, S, O), (N-1809: H, 4-Pen-Ph, S, O), (N-1810: H, 4-N0 2 -Ph, S, O), (N-1811: H, 5-CI-thiophene-2-yl, 
S,' O), (N-1 81 2: H, 3-Thienyl, S, O), (N-1 81 3: H, 2-Py, S, O), (N-1 81 4: H, 3-Py, S, O), (N-1 81 5: H, 4-Py, S, O), (N-1 81 6: 
H 3 4-diF-Ph, S, O), (N-1 81 7: H, 5-Br-thiophene-2-yl, S, O), (N-1 81 8: H, 4-CONH 2 -Ph, S, O), (N-1 81 9: H, 4-CON(Me) 
H-Ph, S, O), (N-1820: H, 4-CON(Me) 2 -Ph, S, O), (N-1 821 : H, 4-iPrOC(=0)-Ph, S, O), (N-1822: H, 4-nBuOC(=0)-Ph, 
S O) (N-1 823: H, 6-Me-pyridine-3-yl, S, O), (N-1 824: H, Quinoline-3-yl, S, O), (N-1 825: H, 4-NH 2 -Ph, S, O), (N-1 826: 

55 H, 4-N(Ac)H-Ph, S, O), (N-1 827: H, 4-OH-Ph, S, O), (N-1 828: H, 3,4-di(OH)2-Ph, S, O), (N-1 829: H, 3,4-di(NH 2 )-Ph, 
S, O), (N-1830: H, 3:4-[N(Ac)H] 2 -Ph, S, O), (N-1831: H, 4-SH-Ph, S, O), (N-1832: H, 4-SMe-Ph, S, O), (N-1833: H, 
3,4-diBr-Ph, S, O), (N-1 834: H, 4-N(Me)H-Ph, S, O), (N-1 835: H, 4-N(Me) 2 -Ph, S, O), (N-1 836: H, 4-N(Me) 3 + -Ph, S, 
O) (N-1 837: H, 4-Et-Ph, S, O), (N-1 838: H, 4-iPr-Ph, S, O), (N-1 839: H, 4-nPr-Ph, S, O), (N-1 840: H, 4-nBu-Ph, S, 
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O), (N 1841: H, 4-!Bu-Ph, S, C}, (N-1842: H p 3,4-diMe-Ph, S, O), (N-1843: H, 1 ,3-Benzodioxole-5-yl, S, O), (N-1844: 
K,Vl-Mc pyndiniurn ^-yl, S, O), (N-1345: H, N-Me-pyridinium-3-yl, S, O), (N-1846: H, 5-Me-Pyridine-2-yl, S, O), (N- 
■\i / 7 W 2-Rv^zinyl 5 OJ (N-1S46: H, 3-Pyrrolyl, S, O), (N-1849: H, 1 -Me-pyrrole-3-yl, S, O), (N-1850: H, Pyridine 

>- ' :. \ ../r -<--*. — M rujw,-"; ^ r?.v| S O) 'v.""r:!!,C OH-i- ri^rr. ?■ yl.S, O), (W-1952: H. 6-SH- 

-.•A' <r V -Ac,, •: \ oj.g.'o), (iV:;... !i.4 cr 3 -fr.. :}. (n igss: h, : Ph. s, o), 

;-s \ :., •:■}. (i--i?:*c- : \ .vPh,-:.C),f: : h, : -sr-Ph, -nmgso: h, c r ?h, c, 0), (N- 

% . S ! : 0 ; Ph, ? L). H, z--r\ 2, 0), (MS? 3. !. <i OCF 3 -Ph, S, C;, (1MG64: H, 3.4-dil-Ph, S.O), (N- 
ISOc! i ^Iridjie-G-yl, c'c), JN 1 GGG: H, vA, :r.d'j!e-G-yi, 3, O), (N 1867: 1 !, 1 -Mc-indole-e-yi, 3, 0), (N-1868: H, 4-(1-lm- 
idazolylj-Ph, S, O), (N-1869: H, 4-Morphorino-Ph, S, O), (N-1870: H, 4-(1 -Piperazinyl)-Ph, S, O), (N-1871: H, 2:5-diMe- 

10 thiophene-3-yl, S, O), (N-1872: H, 2-Furyl, S, O), (N-1873: H, 5-Me-furan-2-yl, S, O), (N-1874: H, 5-Me-furan-2-yl, S. 
O) (N-1875: H, 2-Thiazolyl, S, O), (N-1876: H, 1:4-Benzodioxin-6-yl, S, O), (N-1877: H, Benzo[b]furan-2-yl, S, O), (N- 
1878: H, 4-NH 2 CH 2 -Ph, S, O), (N-1879: H, 4-N(Me)HCH 2 -Ph, S, O), (N-1880: H, 4-N(Me) 2 CH 2 -Ph, S, O), (N-1881: H, 
6-CI-pyridine-3-yl, S, O), (N-1882: H, 5,6-diCI-pyridine-3-yl, S, O), (N-1883: H, 5-CI-pyridine-2-yl, S, O), (N-1884: H, 
4-5-diCI-pyridine-2-yl f S, O), (N-1885: H, 4-CICH 2 -Bn, S, O), (N-1886: H, Bn, S, O), (N-1887: H, 4-CI-Bn, S, O), (N- 

15 1888- H, 4-Br-Bn, S, O), (N-1889: H, 4-F-Bn, S, O), (N-1890: H, 3,4-diCI-Bn, S, O), (N-1891: H, 3,4-diBr-Bn, S, O), (N- 
1892- H, 3,4-diF-Bn, S, O), (N-1893: H, 4-Cl-Bz, S, O), (N-1894: H, 3,4-diCI-Bz, S, O), (N-1895: H, 4-Br-Bz, S, O), (N- 
1896- H, 3,4-diBr-Bz, S, O), (N-1897: H, 4-F-Bz, S, O), (N-1898: H, 3,4-diF-Bz, S, O), (N-1899: H, 4-N0 2 -Bn, S, O), 
(N-1900- H, 4-CN-Bn, S, O), (N-1901: Et ( Ph, S, O), (N-1902: Et, 4-F-Ph, S, O), (N-1903: Et, 4-Br-Ph, S, O), (N-1904: 
Et, 4-Me-Ph, S, O), (N-1905: Et, 4-Ph-Ph, S, O), (N-1906: Et, 4-OMe-Ph, S, O), (N-1907: Et, 4-tBu-Ph, S, O), (N-1908: 

20 Et 4-COOMe-Ph, S, O), (N-1909: Et, 4-Pen-Ph, S, O), (N-1910: Et, 4-N0 2 -Ph, S, O), (N-1911: Et, 5-CI-thiophene-2-yl, 
S O) (N-1912: Et, 3-Thienyl, S, O), (N-1913: Et, 2-Py, S, O), (N-1914: Et, 3-Py, S, O), (N-1915: Et, 4-Py, S, O), (N- 
1916-' Et, 3,4-diF-Ph, S, O), (N-1917: Et, 5-Br-thiophene-2-yl, S, O), (N-1918: Et, 4-CONH 2 -Ph, S, O), (N-1919: Et, 
4-CON(Me)H-Ph, S, O), (N-1920: Et, 4-CON(Me) 2 -Ph, S, O), (N-1921: Et, 4-iPrOC(=0)-Ph, S, O), (N-1922: Et, 
4-nBuOC(=0)-Ph, S, O), (N-1923: Et, 6-Me-pyridine-3-yl, S, O), (N-1924: Et, Quinoline-3-yl, S, O), (N-1925: Et, 4-NH 2 - 

25 Ph S O), (N-1926: Et, 4-N(Ac)H-Ph, S, O), (N-1927: Et, 4-OH-Ph, S. O), (N-1928: Et, 3,4-di(OH) 2 -Ph, S, O), (N-1929: 
Et 3 4-di(NH 2 )-Ph, S, O), (N-1930: Et, 3:4-[N(Ac)H] 2 -Ph, S, O), (N-1931: Et, 4-SH-Ph, S, O), (N-1932: Et, 4-SMe-Ph, 
S O) (N-1933: Et, 3,4-dtBr-Ph, S, O), (N-1934: Et, 4-N(Me)H-Ph, S, O), (N-1935: Et, 4-N(Me) 2 -Ph, S, O), (N-1936: 
Et, 4-N(Me) 3 + -Ph, S, O), (N-1937: Et, 4-Et-Ph, S, O), (N-1938: Et, 4-iPr-Ph, S, O), (N-1939: Et, 4-nPr-Ph, S, O), (N- 
1940: Et, 4-nBu-Ph, S, O), (N-1941 : Et, 4-iBu-Ph, S, O), (N-1942: Et, 3,4-diMe-Ph t S, O), (N-1943: Et, 1 ,3-Benzodioxole- 

30 5-yl, S, O), (N-1944: Et, N-Me-pyridinium-4-yl, S, O), (N-1945: Et, N-Me-pyridinium-3-yl, S, O), (N-1946: Et, 5-Me- 
Pyri'dine-2-yl, S, O), (N-1947: Et, 2-Pyrazinyl, S, O), (N-1948: Et, 3-Pyrrolyl, S, O), (N-1949: Et, 1 -Me-pyrrole-3-yl, S, 
O), (N-1950: Et, Pyridine N-oxide-4-yl, S, O), (N-1951: Et, Pyridine N-oxide-3-yl, S, O), (N-1952: Et, 6-OH-pyridine- 

3- yl S O), (N-1953: Et, 6-SH-pyridine-3-yl, S, O), (N-1954: Et, 1 -Ac-pyrrole-3-yl, S, O), (N-1955: Et, 4-CF 3 -Ph, S, O), 
(N-1956: Et, 4-CN-Ph, S, O), (N-1957: Et, 4-CHO-Ph, S, O), (N-1958: Et, 3-Cl-Ph, S, O), (N-1959: Et, 3-Br-Ph, S, O), 

35 (N-1960: Et, 3-F-Ph, S, O), (N-1961: Et, 3-l-Ph, S, O), (N-1962: Et, 4-l-Ph, S, O), (N-1963: Et, 4-OCF 3 -Ph, S, O), (N- 
1964: Et, 3,4-dil-Ph, S, O), (N-1965: Et, lndole-6-yl, S t O), (N-1966: Et, 1-Ac-indole-6-yl, S, O), (N-1967: Et, 1-Me- 
indoIe-6-yl, S, O), (N-1968: Et, 4-(1-lmidazolyl)-Ph, S, O), (N-1969: Et, 4-Morphorino-Ph, S, O), (N-1970: Et, 4-{1-Pip- 
erazinyl)-Ph, S, O), (N-1971: Et, 2:5-diMe-thiophene-3-yl, S, O), (N-1972: Et, 2-Furyl, S, O), (N-1973: Et, 5-Me-furan- 
2-yl S O) (N-1974: Et, 5-Me-furan-2-yl, S, O), (N-1975: Et, 2-Thiazolyl, S, O), (N-1976: Et, 1:4-Benzodioxin-6-yl, S, 

40 O), (N-1977: Et, Benzo[b]furan-2-yl, S, O), (N-1978: Et, 4-NH 2 CH 2 -Ph, S, O), (N-1979: Et, 4-N(Me)HCH 2 -Ph, S, O), 
(N-1980: Et f 4-N(Me) 2 CH 2 -Ph, S, O), (N-1981: Et, 6-CI-pyridine-3-yl, S, O), (N-1982: Et, 5,6-diCI-pyridine-3-yl, S, O), 
(N-1983- Et, 5-CI-pyridine-2-yl, S, O), (N-1984: Et, 4:5-diCI-pyridine-2-yl, S, O), (N-1985: Et, 4-CICH 2 -Bn. S, O), (N- 
1986: Et, Bn, S, O), (N-1987: Et, 4-CI-Bn, S, O), (N-1988: Et, 4-Br-Bn, S, O), (N-1989: Et, 4-F-Bn, S, O), (N-1990: Et, 
3,4-diCI-Bn, S, O), (N-1991: Et, 3,4-diBr-Bn, S, O), (N-1992: Et, 3,4-diF-Bn, S, O), (N-1993: Et, 4-CI-Bz, S, O), (N- 

45 1994- Et 3,4-diCI-Bz, S, O), (N-1995: Et, 4-Br-Bz t S, O). (N-1996: Et, 3,4-diBr-Bz, S, O), (N-1997: Et, 4-F-Bz, S f O), 
(N-1998: Et, 3,4-diF-Bz, S, O), (N-1999: Et, 4-N0 2 -Bn, S, O), (N-2000: Et, 4-CN-Bn, S t O), (N-2001: COOMe, Ph, S, 
O), (N-2002: GOOMe, 4-F-Ph, S, O), (N-2003: COOMe, 4-Br-Ph, S, O), (N-2004: COOMe. 4-Me-Ph, S, O), (N-20O5: 
COOMe, 4-Ph-Ph, S, O), (N-2006: COOMe, 4-OMe-Ph, S, O), (N-2007: COOMe, 4-tBu-Ph, S, O), (N-2008: COOMe, 

4- COOMe-Ph, S, O), (N-2009: COOMe, 4-Pen-Ph, S, O), (N-2010: COOMe, 4-N0 2 -Ph, S, O), (N-201 1 : COOMe, 5-CI- 
so thiophene-2-yl, S, O), (N-201 2: COOMe, 3-Thienyl, S, O), (N-201 3: COOMe, 2-Py, S, O), (N-201 4: COOMe, 3-Py, S, 

O), (N-201 5: COOMe, 4-Py, S, O), (N-201 6: COOMe, 3,4-diP-Ph, S, O), (N-201 7: COOMe, 5-Br-thiophene-2-yl, S, O), 
(N-201 8: COOMe, 4-CONH 2 -Ph, S, O), (N-201 9: COOMe, 4-CON(Me)H-Ph, S, O), (N-2020: COOMe, 4-CON(Me) 2 - 
Ph, S, O), (N-2021: COOMe, 4-iPrOC(=0)-Ph, S, O), (N-2022: COOMe, 4-nBuOC(=0)-Ph, S, O), (N-2023: COOMe, 
6-Me-pyridine-3-yl, S, O), (N-2024: COOMe, Qui noli ne-3-yl, S, O), (N-2025: COOMe, 4-NH 2 -Ph, S, O), (N-2026: 
55 COOMe, 4-N(Ac)H-Ph, S, O), (N-2027: COOMe, 4-OH-Ph, S, O), (N-2028: COOMe, 3,4-di(OH) 2 -Ph, S, O), (N-2029: 
COOMe! 3,4-di(NH 2 )-Ph, S, O), (N-2030: COOMe, 3:4-[N(Ac)H] 2 -Ph, S, O), (N-2031: COOMe, 4-SH-Ph, S, O), (N- 
2032* COOMe, 4-SMe-Ph, S, O), (N-2033: COOMe, 3,4-diBr-Ph, S, O), (N-2034: COOMe, 4-N(Me)H-Ph, S, O), (N- 
2035- COOMe! 4-N(Me) 2 -Ph, S, O), (N-2036: COOMe, 4-N(Me) 3 + -Ph, S, O), (N-2037: COOMe, 4-Et-Ph, S, O), (N- 
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2CCC- roCM*. 4-iPs-Fh. S, C), (N-2033: CCOMo, 4-nPr-Ph, S, O), (N-2040: COOMe, 4-nBu-Ph, S, O), (N-2041 : 

^4 fW.fo. p*-, c ~* ' fcf 2^-13: COOr.'c, *. Benzodioxclc Cy!, 3, 0), (N- 
^ -;V;f: -C^^CC:/:. "V- pyrfdinlwv. C ?. O), (N-2046: CCC.:^. 5 -Me 



O), '" ~" " ' *"-Mc. 



-%r,\.' " : -v '^-i. z.z c s'-si V^riJi..- :: •/„ 5. o>. <w-2ec :. zoom, *.-ac- 

.V -.1055 COr.(.1;/ ' rr p h C Z>\ -M0b6: COOMe. : CI-! Ph, S, O), (f 20G7: COOMe. 
^V'-v." Vjy ; 3 - • CI C, O). (K 2050. CGGUs. 3-Br-Ph, C. O), (N 2060: CCOf.'.». =-F Ph, S. 

^" '"^^"cOOVa 31-Ph S, O),'(N-2062: COOMe. 4-l-Ph, S, O), (N-2063: COOMe, 4-OCF 3 -Ph, S, O), (N-2064: 
COOMe 3 4 dil-Ph S, O). (N-2065: COOMe, !ndole-6-yl, S, O), (N-2066: COOMe, 1 -Ac-indole-6-yl, S, O), (N-2067: 
COOMe' 1-Me-indole-6-yl, S, O), (N-2068: COOMe, 4-(1-lmidazolyl)-Ph, S. O), (N-2069: COOMe. 4-Morphonno-Ph. 
S O) (N-2070- COOMe, 4-(1-Piperazinyl)-Ph. S, O), (N-2071: COOMe, 2:5-diMe-thiophene-3-yl, S, O), (N-2072: 
COOMe 2-Furyl S O), (N-2073: COOMe, 5-Me-furan-2-yl. S, O). (N-2074: COOMe, 5-Me-furan-2-yl, S. O), (N-2075: 
COOMe' 2-Thia^olyl S, O), (N-2076: COOMe, 1 :4-Benzodioxin-6-yl, S. O), (N-2077: COOMe, Benzo[b]furan-2-yl, S. 
O) (N-2078- COOMe, 4-NH 2 CH 2 -Ph. S, O), (N-2079: COOMe, 4-N(Me)HCH 2 -Ph, S, O), (N-2080: COOMe, 4-N 
(Me),CH 9 -Ph S, O), (N-2081: COOMe, 6-CI-pyridine-3-yl, S. O). (N-2082: COOMe, 5,6-diCI-pyridine-3-yl, S, O) (N- 
2083 COOMe, 5-CI-pyridine-2-yl, S, O), (N-2084: COOMe, 4:5-diCI-pyridine-2-yl, S, O). (N-2085: COOMe, 4-CICH 2 - 
Bn S O) (N-2086- COOMe, Bn, S, O). (N-2087: COOMe, 4-Ci-Bn, S, O), (N-2088: COOMe, 4-Br-Bn, S, O), (N-2089: 
COOMe 4-F-Bn S O), (N-2090: COOMe, 3,4-diCI-Bn, S, O), (N-2091 : COOMe, 3,4-diBr-Bn, S. O). (N-2092: COOMe, 
3 4-diF-Bn S O) (N-2093: COOMe. 4-CI-Bz, S, O), (N-2094: COOMe, 3,4-diCI-Bz, S. O). (N-2095: COOMe, 4-Br- 
Bz S O) (N-2096- COOMe, 3,4-diBr-Bz, S, O), (N-2097: COOMe, 4-F-Bz, S, O). (N-2098: COOMe, 3.4-diF-Bz. S, 
O)' (N-2099 COOMe, 4-NO r Bn, S, O), (N-2100: COOMe, 4-CN-Bn, S, O), (N-2101 : Ph, Me, O, O), (N-2102: 4-F-Ph, 
Me O O) (N-2103: 4-Br-Ph, Me. O, O), (N-2104: 4-Me-Ph. Me. O. O), (N-2105: 4-Ph-Ph, Me. O. O). (N-2106: 4-OMe- 
Ph'Me O O) (N-2107: 4-tBu-Ph, Me. O. O), (N-2108: 4-COOMe-Ph, Me, O, O), (N-2109: 4-Pen-Ph, Me, O, O), (N- 
2110- 4-NOo-Ph Me O, O), (N-2111: 5-CI-thiophene-2-yi, Me, O, O), (N-2112: 3-Thienyl, Me. O. O), (N-2113: 2-Py, 
Me O O) (N-2114- 3-Py. Me. O. O). (N-2115: 4-Py. Me. O, O). (N-211 6: 3.4-diF-Ph, Me, O, O). (N-2117: 5-Br-thiophene- 
2-yl Me O O) (N-211 8: 4-CONH 2 -Ph, Me. O, O), (N-211 9: 4-CON(Me)H-Ph. Me, O, O), (N-2120: 4-CON(Me) 2 -Ph, 
Me 'o 6) (N-212V 4-iPrOC(=0)-Ph. Me, O, O). (N-2122: 4-nBuOC(=0)-Ph, Me. O. O), (N-2123: 6-Me-pyndine-3-yl, 
Me' o' O)' (N-2124: Quinoline-3-yl, Me. O, O), (N-2125: 4-NH 2 -Ph, Me. O, O). (N-2126: 4-N(Ac)H-Ph, Me, O, O), (N- 
2127- 4-OH-Ph Me. O, O). (N-2128: 3,4-di(OH) 2 -Ph. Me, O, O), (N-2129: 3,4-di(NH 2 )-Ph, Me, O, O), (N-2130: 3:4-[N 
(AOHU-Ph Me O O), (N-2131: 4-SH-Ph, Me. O, O), (N-2132: 4-SMe-Ph, Me. O, O). (N-2133: 3.4-diBr-Ph, Me. O. 
O) (N-2134: 4-N(Me)H-Ph, Me, O, O), (N-21 35: 4-N(Me) 2 -Ph, Me, O. O), (N-2136: 4-N(Me) 3 + -Ph, Me, O, O), (N-21 37: 
4-Et-Ph Me O O) (N-21 38: 4-iPr-Ph, Me. O, O), (N-21 39: 4-nPr-Ph, Me, O, O), (N-21 40: 4-nBu-Ph, Me, O, O), (N- 
214V 4-iBu-W Me O, O). (N-2142: 3,4-diMe-Ph, Me, O, O), (N-2143: 1 ,3-Benzodioxole-5-yl, Me, O, O), (N-2144: 
N-Me-pyridinium-4-yl. Me, O, O), (N-21 45: N-Me-pyridinium-3-yl. Me, O, O), (N-21 46: 5-Me-Pyridine-2-yl. Me. O, O). 
(N-21 47- 2-Pyrazinyl, Me. O, O), (N-21 48: 3-Pyrrolyl, Me, O. O), (N-21 49: 1 -Me-pyrrole-3-yl, Me, O. O), (N-21 50: Py- 
ridine N-oxide-4-yl, Me. O. O). (N-2151: Pyridine N-oxide-3-yl, Me. O, O). (N-2152: 6-OH-pyridine-3-yl. Me, O, O), (N- 
2153- 6-SH-pyridine-3-yl. Me, O. O). (N-21 54: 1 -Ac-pyrrole-3-yl, Me. O. O), (N-21 55: 4-CF 3 -Ph, Me, O, O), (N-21 56: 
4-CN-Ph Me O O), (N-21 57: 4-CHO-Ph, Me, O, O), (N-21 58: 3-CI-Ph, Me, O, O), (N-21 59: 3-Br-Ph, Me, O. O), (N- 
2160- 3-F-Ph' Me, O, O), (N-2161: 3-l-Ph. Me. O, O), (N-2162: 4-l-Ph. Me, O, O), (N-2163: 4-OCF 3 -Ph, Me. O. O), (N- 
2164 : 3 4-dil-Ph Me, O, O), (N-21 65: lndole-6-yl, Me, O. O), (N-21 66: 1-Ac-indole-6-yl, Me, O, O), (N-21 67: 1-Me- 
indole-6-yl Me O, O), (N-2168: 4-(1-lmidazolyl)-Ph. Me. O, O). (N-2169: 4-Morphorino-Ph. Me. O, O). (N-2170: 

4- (1-Piperazinyi)-Ph. Me, O, O), (N-21 71: 2:5-diMe-thiophene-3-yl, Me, O, O), (N-21 72: 2-Furyl, Me, O, O), (N-21 73: 

5- Me-furan-2-yl Me, O, O). (N-2174: 5-Me-furan-2-yl, Me, O, O), (N-2175: 2-Thiazolyl, Me. O, O). (N-2176: 1:4-Ben- 
zodioxin-6-yl Me O. O), (N-2177: Benzo[b]furan-2-yl. Me. O. O). (N-2178: 4-NH 2 CH 2 -Ph, Me, O. O), (N-2179: 4-N 
(Me)HCH,-Ph. Me, O, O), (N-21 80: 4-N(Me) 2 CH 2 -Ph, Me, O, O), (N-21 81: 6-CI-pyridine-3-yl, Me, O, O), (N-21 82 
5 6-diCI-pyridine-3-yl. Me. O. O). (N-21 83: 5-CI-pyridine-2-yl, Me. O. O), (N-21 84: 4:5-diCI-pyridine-2-yl, Me. O, O 
(N-2185- 4-CICH 2 -Bn, Me, O. O), (N-2186: Bn, Me, O, O), (N-2187: 4-CI-Bn. Me, O. O), (N-21 88: 4-Br-Bn, Me, O, O) 
N-21 89- 4-F-Bn Me. O. O), (N-21 90: 3,4-diCI-Bn, Me. O, O), (N-21 91: 3,4-diBr-Bn, Me, O, O), (N-21 92: 3,4-diF-Bn 
Me O O) (N-21 93- 4-CI-Bz, Me, O, O), (N-21 94: 3,4-diCI-Bz, Me, O, O), (N-21 95: 4-Br-Bz, Me, O, O), (N-21 96 
3 4-diBr-Bz Me O, O), (N-2197: 4-F-Bz, Me, O. O), (N-2198: 3,4-diF-Bz, Me, O, O), (N-2199: 4-NO r Bn, Me, O, O) 
(N-2200- 4-CN-Bn. Me, O, O), (N-2201: Ph, Et, O, O). (N-2202: 4-F-Ph, Et, O, O). (N-2203: 4-Br-Ph, Et. O. O), (N 
2204- 4-Me-Ph Et O, O). (N-2205: 4-Ph-Ph. Et. 0. O), (N-2206: 4-OMe-Ph. Et, O, O), (N-2207: 4-tBu-Ph, Et, O, O) 
(N-2208- 4-COOMe-Ph. Et, O, O), (N-2209: 4-Pen-Ph, Et, O, O), (N-2210: 4-NO z -Ph, Et, O, O). (N-2211: 5-CI-th. 
ophene-2-yl, Et, O, O), (N-2212: 3-Thienyl. Et, O. O), (N-2213: 2-Py, Et, O, O). (N-2214: 3-Py, Et, O. O), (N-2215: 4-Py 
Et O O) (N-2216- 3 4-diF-Ph, Et, O, O), (N-2217: 5-Br-thiophene-2-yl, Et. O, O). (N-2218: 4-CONH 2 -Ph, Et. O, O), 
(N-2219-4-CON(Me)H-Ph. Et, O, O). (N-2220: 4-CON(Me) 2 -Ph, Et, O. O), (N-2221: 4-iPrOC(=0)-Ph. Et, O. O), (N- 
2222- 4-nBuOC(=0)-Ph, Et, O, O), (N-2223: 6-Me-pyridine-3-yl, Et, O, O), (N-2224: Quinoline-3-yl, Et, O. O). (N-2225 
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,:■>> rv, -j r. <-•. ysroy 4 .sut,.y.r><; z; o, O), (N-2227: 4- OM-Ph, El. C, 0). 2228: 3,4-di(OI !5 2 -Ph, Et, O, 

-.^ c 'o- v-^-w fwjv-.;:^ ~i, z-.o,o),zi a zh-pu, e:. o, o). ;r ; 2232: 
: u -v ;..r,„. .\ ; ::F '; 2, - r z-? '■?>!(:/ ;Hrh, c. oy, 2235: < r-:(M-) 2 -r:-. o, 

^ • - r . .-; p.- f.,c! .;,(;■!■:■:::: :.•'=->' : - z:, z, o>, ; ' 243: 
' ; "•' i'-1o • • - ••• '"<• ""' '•: •'<£• V Win:.:.. : St. C, O), (N-2242. N-r-u pyridine. yi, l.h 0, O), 

; P ' • : -. '. ..-' y i' q,'6 o;. 22-17. c 0. o;, (r<-cc4e; 3 r^otyi, Et, o, c). <n 224*. 1-Me- 

' ■'•V v V*i. : ; •-. ~ ;•; 22CC: Py-..Ji,l :• ..::de vyl, 2r, C, C). (N-225J: Py."i«S;.i :C-o>c2s-3-yi. Q, C, D), (!': 2252: 
e'oK-pyridi'ne-3-yi. B, O, O), (N-2253: 6-SH-pyridine-3-yl. Et, O, O), (N-2254: 1 -Ac-pyrrole-3-yl, Et, O, O). (N-2255: 
10 4-CF,-Ph Et O O), (N-2256: 4-CN-Ph. Et, O, O). (N-2257: 4-CHO-Ph, Et, O. O), (N-2258: 3-CI-Ph, Et, O, O), (N- 
2259 3-Br-Ph Et O O), (N-2260: 3-F-Ph, Et, O, O), (N-2261 : 3-l-Ph. Et, O, O). (N-2262: 4-l-Ph, Et, O, O), (N-2263: 
4-OCF 3 -Ph Et o' O), (N-2264: 3,4-dil-Ph, Et, O, O), (N-2265: lndole-6-yl, Et, O, O), (N-2266: 1-Ac-indole-6-yl, Et, O, 
O) (N-2267- 1-Me-indole-6-yl, Et, O. O). (N-2268: 4-(1-lmidazolyl)-Ph, Et, O, O), (N-2269: 4-Morphorino-Ph. Et, O, 
O)' (N-2270- 4-(1-Piperazinyl)-Ph, Et. O. O), (N-2271 : 2:5-diMe-thiophene-3-yl. Et, O, O), (N-2272: 2-Furyl. Et, O, O), 
is (N-2273- 5-Me-furan-2-yl, Et, O, O). (N-2274: 5-Me-furan-2-yl, Et, O, O). (N-2275: 2-Thiazolyl, Et, O. O). (N-2276: 1 : 
4-Benzodioxin-6-yl. Et. O, O), (N-2277: Benzo[b]furan-2-yl. Et, O, O). (N-2278: 4-NH 2 CH 2 -Ph. Et. O, O), (N-2279: 4-N 
(Me)HCHo-Ph, Et, O, O), (N-2280: 4-N(Me) 2 CH 2 -Ph. Et, O. O), (N-2281 : 6-CI-pyridine-3-yl, Et, O, O), (N-2282: 5,6-diCI- 
pyridine-3-yl Et O, O). (N-2283: 5-CI-pyridine-2-yl, Et. O. O). (N-2284: 4:5-diCI-pyridine-2-yl. Et, O, O), (N-2285: 
4-CICH 2 -Bn'Et O. O). (N-2286: Bn. Et, O, O), (N-2287: 4-CI-Bn, Et, O. O). (N-2288: 4-Br-Bn, Et, O, O), (N-2289: 
20 4-F-Bn Et O O) (N-2290: 3,4-diCI-Bn, Et, O. O), (N-2291 : 3,4-diBr-Bn, Et, O, O), (N-2292: 3,4-diF-Bn, Et, O, O), (N- 
2293- 4-CI-Bz Et O, O), (N-2294: 3,4-diCI-Bz, Et, O. O), (N-2295: 4-Br-Bz. Et, O, O), (N-2296: 3.4-diBr-Bz, Et, O, O), 
(N-2297- 4-F-Bz Et O O). (N-2298: 3,4-diF-Bz, Et, O, O), (N-2299: 4-NO z -Bn, Et. O, O). (N-2300: 4-CN-Bn, Et. O. 
O) (N-2301 • Ph COOMe, O, O), (N-2302: 4-F-Ph. COOMe. O, O), (N-2303: 4-Br-Ph, COOMe, O, O), (N-2304: 4-Me- 
Ph COOMe o' O) (N-2305: 4-Ph-Ph, COOMe, O, O), (N-2306: 4-OMe-Ph, COOMe, O, O), (N-2307: 4-tBu-Ph, 
25 COOMe O O) ' (N-2308: 4-COOMe-Ph, COOMe. O. O), (N-2309: 4-Pen-Ph. COOMe. O, O), (N-2310: 4-N0 2 -Ph, 
COOMe' o' O), (N-2311: 5-CI-thiophene-2-yl, COOMe, O. O). (N-2312: 3-Thienyl, COOMe, O. O), (N-2313: 2-Py, 
COOMe' O O) (N-2314: 3-Py, COOMe, O, O), (N-2315: 4-Py, COOMe, O, O). (N-2316: 3,4-diF-Ph. COOMe, O, O), 
(N-2317-' 5-Br-t'hiophene-2-yl, COOMe, O, O), (N-2318: 4-CONH 2 -Ph, COOMe. O, O), (N-2319: 4-CON(Me)H-Ph, 
COOMe O O), (N-2320: 4-CON(Me) 2 -Ph, COOMe, O, O), (N-2321: 4-iPrOC(=0)-Ph, COOMe, O, O), (N-2322: 
30 4-nBuOC(=0)-Ph, COOMe. O, O), (N-2323: 6-Me-pyridine-3-yl, COOMe. O, O), (N-2324: Quinoline-3-yl. COOMe, O, 
O) (N-2325- 4-NH 2 -Ph, COOMe, O, O). (N-2326: 4-N(Ac)H-Ph, COOMe, O, O), (N-2327: 4-OH-Ph. COOMe. O, O). 
(N-2328- 3 4-di(OH) 2 -Ph. COOMe, O, O), (N-2329: 3,4-di(NH 2 )-Ph, COOMe, O, O), (N-2330: 3:4-[N(Ac)H] 2 -Ph, 
COOMe 6 O) (N-2331: 4-SH-Ph. COOMe, O, O). (N-2332: 4-SMe-Ph, COOMe. O. O), (N-2333: 3,4-diBr-Ph, 
COOMe' O O) '(N-2334: 4-N(Me)H-Ph. COOMe, O, O). (N-2335: 4-N(Me) 2 -Ph, COOMe, O, O), (N-2336: 4-N(Me) 3 +- 
Ph COOMe O O), (N-2337: 4-Et-Ph, COOMe, O, O), (N-2338: 4-iPr-Ph, COOMe, O, O), (N-2339: 4-nPr-Ph, COOMe, 
O O) (N-2340-' 4-nBu-Ph, COOMe. O, O), (N-2341 : 4-iBu-Ph, COOMe, O. O), (N-2342: 3,4-diMe-Ph. COOMe. O. O). 
(N-2343- 1 3-Benzodioxole-5-yl. COOMe. O. O), (N-2344: N-Me-pyridinium-4-yl, COOMe, O, O), (N-2345: N-Me-py- 
ridinium-3-irt COOMe, O, O), (N-2346: 5-Me-Pyridine-2-yl, COOMe. O, O), (N-2347: 2-Pyrazinyl, COOMe, O, O), (N- 
2348- 3-Pyrrolyl COOMe, O, O), (N-2349: 1 -Me-pyrrole-3-yl. COOMe, O, O), (N-2350: Pyridine N-oxide-4-yl, COOMe. 
O O) (N-235V Pyridine N-oxide-3-yl, COOMe, O, O), (N-2352: 6-OH-pyridine-3-yl, COOMe, O, O). (N-2353: 6-SH- 
pyridine-3-yl COOMe. O. O), (N-2354: 1-Ac-pyrrole-3-yl, COOMe, O. O). (N-2355: 4-CF 3 -Ph. COOMe. O. O), (N-2356: 
4-CN-Ph COOMe, O. O). (N-2357: 4-CHO-Ph, COOMe. O. O). (N-2358: 3-CI-Ph. COOMe. O, O). (N-2359: 3-Br-Ph, 
COOMe *0 O) (N-2360: 3-F-Ph, COOMe, O. O), (N-2361: 3-l-Ph, COOMe, O, O), (N-2362: 4-l-Ph, COOMe. O. O). 
(N-2363-' 4-OCF 3 -Ph COOMe, O, O), (N-2364: 3.4-dil-Ph. COOMe. O, O), (N-2365: lndole-6-yl, COOMe, O. O). (N- 
45 2366- 1-Ac-indole-6-yl, COOMe, O, O), (N-2367: 1 -Me-ihdole-6-yl, COOMe, O, O), (N-2368: 4-(1-lmidazolyl)-Ph, 
COOMe O O) (N-2369: 4-Morphorino-Ph, COOMe, O, O), (N-2370: 4-(1-Piperazinyl)-Ph, COOMe, O, O), (N-2371: 
2-5-diMe-th'iophene-3-yl, COOMe, O, O). (N-2372: 2-Furyl, COOMe. O. O), (N-2373: 5-Me-furan-2-yl. COOMe. O. O). 
(N-2374- 5-Me-furan-2-yl. COOMe. O. O). (N-2375: 2-Thiazolyl, COOMe, O, O), (N-2376: 1 :4-Benzodioxin-6-yl. 
COOMe O O) (N-2377: Benzo[b]furan-2-yl. COOMe. O, O), (N-2378: 4-NH 2 CH 2 -Ph, COOMe, O, O), (N-2379: 4-N 
so (Me)HCHo-Ph COOMe, O, O), (N-2380: 4-N(Me) z CH 2 -Ph, COOMe. O. O). (N-2381: 6-CI-pyridine-3-yl. COOMe. O, 
O) (N-2382- 5 6-diCI-pyridine-3-yl, COOMe, O, O). (N-2383: 5-CI-pyridine-2-yl, COOMe, O, O), (N-2384: 4:5-diCI- 
pyridine-2-yl COOMe, O. O), (N-2385: 4-CICH 2 -Bn, COOMe, O, O), (N-2386: Bn. COOMe. O, O), (N-2387: 4-CI-Bn. 
COOMe O O) (N-2388: 4-Br-Bn, COOMe. O. O). (N-2389: 4-F-Bn. COOMe. O. O), (N-2390: 3,4-diCI-Bn, COOMe, 
O O) (N-2391 •' 3 4-diBr-Bn, COOMe, O, O), (N-2392: 3,4-diF-Bn, COOMe, O. O), (N-2393: 4-CI-Bz. COOMe, O, O). 
55 (N-2394- 3 4-diCI-Bz, COOMe. O, O). (N-2395: 4-Br-Bz, COOMe, O, O). (N-2396: 3,4-diBr-Bz, COOMe, O, O), (N- 
2397" 4-F-Bz COOMe, O, O). (N-2398: 3,4-diF-Bz, COOMe, O, O), (N-2399: 4-N0 2 -Bn, COOMe, O, O), (N-2400: 
4-CN-Bn COOMe O, O), (N-2401: H, Ph, O, O). (N-2402: H, 4-F-Ph, O, O), (N-2403: H, 4-Br-Ph, O. O), (N-2404: H, 
4-Me-Ph' O O) (N-2405: H, 4-Ph-Ph. O. O). (N-2406: H, 4-OMe-Ph, O, O), (N-2407: H, 4-tBu-Ph, O. O), (N-2408: H, 
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« rr cr-'o-rh, c, r\ 2=100: i 4 .pu.-r:.. o, 0;, (n-imic. : :. - ::c 2 ~Pn, o, c;, pi 2; 11 : h, 5-ci-tr.;cp:^nc-2 yi, o, 

~f " vT" '■■ :': :* ~. -r; s {:- ; ~„ c, oj. (:'• : : :\ c ry, c, ~). .v. ::: m, 4-r,, o, c;, 2-11 6: 

,/\\ '..-:r • 'V. .', A' ...-.^..1.1 *.r*~>";; ^ O), ?! t ! ! . 1 1, 4 CON 

.: V> ; k <jL !■:. I- I.fc, , .^..c C yt ,\ h,.' x :'i>V.: M.^ui .: 3 /!, C. O}. •: M, 4 ! :H 2 PL, :;.(N- 
n- :-; 4 H(A-;H ?h. J. O), (N-2<;,7: : i, « GH-Ph, C, O), ?J-24£3: 1 !. 0,4-d:(OK) 2 -Pi:. O, O). (N-2429: H, 3/1 J;{NM 2 ) 
-P 1 "' O, C;, (N-2<:SG. K. 3.4-[N(Ac)H] 2 rh, O. O), (N-24S1: 1 !, 4-SH-Ph. O, O), (W-2432: H, ^SMe-P!., O, C), (1^433: 
H. 3,4-diBr-Ph, G, C), (N-2434: H, 4-N(Me)H-Ph, O, O), (N-2435: H, 4-N(Me) 2 -Ph, O, O), (N-2436: H, 4-N(Me) 3 + -Ph, 
O, 0), (N-2437: H, 4-Et-Ph, O, O), (N-2438: H, 4-iPr-Ph, O, O), (N-2439: H, 4-nPr-Ph, O, O), (N-2440: H, 4-nBu-Ph, 

™ o! O)! (N-2441: H, 4-iBu-Ph, O, O), (N-2442: H, 3,4-diMe-Ph, O, O), (N-2443: H, 1 ,3-Benzodioxole-5-yl, O, O), (N- 
2444: H, N-Me-pyridinium-4-yl, O, O), (N-2445: H, N-Me-pyridinium-3-yl, O, O), (N-2446: H, 5-Me-Pyridine-2-yl, O, O), 
(N-2447: H, 2-Pyrazinyl, O, O), (N-2448: H, 3-Pyrrolyl, O, O), (N-2449: H, 1-Me-pyrro!e-3-yl, O, O), (N-2450: H, Pyridine 
N-oxide-4-yl, O, O), (N-2451 : H, Pyridine N-oxide-3-yl, O, O), (N-2452: H f 6-OH-pyridine-3-yl, O, O), (N-2453: H, 6-SH- 
pyridine-3-yi, O, O), (N-2454: H, 1 -Ac-pyrrole-3-yl, O, O), (N-2455: H, 4-CF 3 -Ph, O, O), (N-2456: H, 4-CN-Ph, O, O), 

15 (N-2457: H, 4-CHO-Ph, O, O), (N-2458: H, 3-Cl-Ph, 0, O), (N-2459: H, 3-Br-Ph, O, O), (N-2460: H, 3-F-Ph, O, O), (N- 
2461: H, 3-l-Ph, O, O), (N-2462: H, 4-l-Ph, O, O), (N-2463: H, 4-OCF 3 -Ph, 0, O), (N-2464: H, 3,4-dil-Ph, O, O), (N- 
2465: H, lndole-6-yl, O, O), (N-2466: H, 1 -Ac-indole-6-yl, O, O), (N-2467: H, 1-Me-indole-6-yl, O, O), (N-2468: H, 
4-(1-lmidazolyl)-Ph, O, O), (N-2469: H, 4-Morphorino-Ph, O, O), (N-2470: H, 4-(1-Piperazinyl)-Ph, O, O), (N-2471 : H, 
2:5-diMe-thiophene-3-yl, O, O), (N-2472: H, 2-Furyl, O, O), (N-2473: H, 5-Me-furan-2-yl, O, O), (N-2474: H, 5-Me- 

20 furan-2-yl, O, O), (N-2475: H, 2-Thiazolyl, O, O), (N-2476: H, 1 :4-Benzodioxin-6-yl, O, O), (N-2477: H, Benzo[b]furan- 

2- yl, O, O), (N-2478: H t 4-NH 2 CH 2 -Ph, O r O), (N-2479: H, 4-N(Me)HCH 2 -Ph, O, O), (N-2480: H, 4-N(Me) 2 CH 2 -Ph, O, 
O), (N-2481: H, 6-CI-pyridine-3-yl, O, O), (N-2482: H, 5,6-diCI-pyridine-3-yl, O, O), (N-2483: H, 5-CI-pyridine-2-yl, O, 
O)] (N-2484: H, 4:5-diCI-pyridine-2-yl, O, O), (N-2485: H, 4-CICH 2 -Bn, O, O), (N-2486: H, Bn, O, O), (N-2487: H, 4-CI- 
Bn, 0, O), (N-2488: H, 4-Br-Bn, O, O), (N-2489: H, 4-F-Bn, O, O), (N-2490: H, 3,4-diCI-Bn, O, O), (N-2491 : H, 3,4-diBr- 

25 Bn! 6, O), (N-2492: H, 3,4-diF-Bn, O, O), (N-2493: H, 4-Cl-Bz, O, O), (N-2494: H, 3,4-diCI-Bz, O, O), (N-2495: H, 4-Br- 
Bz, O, O), (N-2496: H, 3,4-diBr-Bz, O, O), (N-2497: H, 4-F-Bz, O, O), (N-2498: H, 3,4-diF-Bz, O, O), (N-2499: H, 4-N0 2 - 
Bn, O, O), (N-2500: H, 4-CN-Bn, O, O), (N-2501: Me, Ph, O, O), (N-2502: Me, 4-F-Ph, O, O), (N-2503: Me, 4-Br-Ph, 
O, O), (N-2504: Me, 4-Me-Ph, O, O), (N-2505: Me, 4-Ph-Ph, O, O), (N-2506: Me, 4-OMe-Ph, O, O), (N-2507: Me, 
4-tBu-Ph, O, O), (N-2508: Me, 4-COOMe-Ph, O, O), (N-2509: Me, 4-Pen-Ph, O, O), (N-2510: Me. 4-N0 2 -Ph, O, O), 

so (N-2511: Me, 5-CI-thiophene-2-yl, O, O), (N-2512: Me, 3-Thienyl, 0, O), (N-2513: Me, 2-Py, O, O), (N-2514: Me, 3-Py, 
O, O), (N-2515: Me, 4-Py, O, O), (N-2516: Me, 3,4-diF-Ph, O, O), (N-2517: Me, 5-Br-thiophene-2-yl, O, O), (N-2518: 
Me, 4-CONH 2 -Ph, O, O), (N-2519: Me, 4-CON(Me)H-Ph, O, O), (N-2520: Me, 4-CON(Me) 2 -Ph, O, O), (N-2521: Me, 
4-iPrOC(=0)-Ph, O, O), (N-2522: Me, 4-nBuOC(=0)-Ph, O, O), (N-2523: Me, 6-Me-pyridine-3-yl, O, O), (N-2524: Me, 
Quinoline-3-yl, 0, O), (N-2525: Me, 4-NH 2 -Ph, O, O), (N-2526: Me, 4-N(Ac)H-Ph, O, O), (N-2527: Me, 4-OH-Ph, O, 

35 O), (N-2528: Me, 3,4-di(OH) 2 -Ph, O, O), (N-2529: Me, 3,4-di(NH 2 )-Ph, O, O), (N-2530: Me, 3:4-[N(Ac)H] 2 -Ph, O, O), 
(N-2531: Me, 4-SH-Ph, O, O), (N-2532: Me, 4-SMe-Ph, O, O), (N-2533: Me, 3,4-diBr-Ph, O, O), (N-2534: Me, 4-N(Me) 
H-Ph, O, O), (N-2535: Me, 4-N(Me) 2 -Ph, O, O), (N-2536: Me, 4-N(Me) 3 + -Ph, O, O), (N-2537: Me, 4-Et-Ph, O, O), (N- 
2538: Me, 4-iPr-Ph, O, O), (N-2539: Me, 4-nPr-Ph, O, O), (N-2540: Me, 4-nBu-Ph, O, O), (N-2541: Me, 4-iBu-Ph, O, 
O), (N-2542: Me, 3,4-diMe-Ph, O t O), (N-2543: Me, 1 ,3-Benzodioxole-5-yl, O, O), (N-2544: Me, N-Me-pyridinium-4-yl, 

40 O, O), (N-2545: Me, N-Me-pyridinium-3-yl, O, O), (N-2546: Me, 5-Me-Pyridine-2-yl, O, O), (N-2547: Me, 2-Pyrazinyl, 
o! O), (N-2548: Me, 3-Pyrrolyl, O t O), (N-2549: Me, 1-Me-pyrrole-3-yl, O, O), (N-2550: Me, Pyridine N-oxide-4-yl, O, 
O), (N-2551: Me, Pyridine N-oxide-3-yl, O, O), (N-2552: Me, 6-OH-pyridine-3-yl, O, O), (N-2553: Me, 6-SH-pyridine- 

3- yl, O, O), (N-2554: Me, 1-Ac-pyrrole-3-yl, O, O), (N-2555: Me, 4-CF 3 -Ph ? O, O), (N-2556: Me, 4-CN-Ph, O, O). (N- 
2557: Me, 4-CHO-Ph, O, O), (N-2558: Me, 3-CI-Ph ? O, O), (N-2559: Me, 3-Br-Ph, O, O), (N-2560: Me, 3-F-Ph, O, O), 

45 (N-2561 : Me, 3-l-Ph, O, O), (N-2562: Me, 4-l-Ph, O, O), (N-2563: Me, 4-OCF 3 -Ph, O, O), (N-2564: Me, 3,4-dil-Ph, O, 
O), (N-2565: Me, lndole-6-yl, O, O), (N-2566: Me, 1-Ac-indole-6-yl, O, O), (N-2567: Me, 1-Me-indole-6-yl, O, O), (N- 
2568: Me, 4-(1-!midazolyl)-Ph, O, O), (N-2569: Me, 4-Morphorino-Ph, O, O), (N-2570: Me, 4-(1 -Piperazinyl)-Ph, O, O), 
(N-2571: Me, 2:5-diMe-thiophene-3-yl, O, O), (N-2572: Me, 2-Furyl, O, O), (N-2573: Me, 5-Me-furan-2-yl, O, O), (N- 
2574: Me, 5-Me-furan-2-yl, O, O), (N-2575: Me, 2-Thiazolyl, O, O), (N-2576: Me, 1 :4-Benzodioxin-6-yl, 0, 0), (N-2577: 

so Me, Benzo[b]furan-2-yl, O, O), (N-2578: Me, 4-NH 2 CH 2 -Ph, O, O), (N-2579: Me, 4-N(Me)HCH 2 -Ph, O, O), (N-2580: 
Me! 4-N(Me) 2 CH 2 -Ph, O, O), (N-2581: Me, 6-CI-pyridine-3-yl, O, O), (N-2582: Me, 5,6-diCI-pyridine-3-yl, O, O), (N- 
2583: Me, 5-CI-pyridine-2-yl, O, O), (N-2584: Me, 4:5-diCI-pyridine-2-yl, O, O), (N-2585: Me, 4-CICH 2 -Bn, O, O), (N- 
2586: Me, Bn, O, O), (N-2587: Me, 4-CI-Bn, O, O), (N-2588: Me, 4-Br-Bn, O, O), (N-2589: Me,. 4-F-Bn, O t O), (N-2590: 
Me, 3,4-diCI-Bn, O, O), (N-2591: Me, 3,4-diBr-Bn, O, O), (N-2592: Me, 3,4-diF-Bn, O, O), (N-2593: Me, 4-CI-Bz f O, 

55 O), (N-2594: Me, 3,4-diCI-Bz, O, O), (N-2595: Me, 4-Br-Bz, O, O), (N-2596: Me, 3,4-diBr-Bz, 0, O), (N-2597: Me, 

4- F-Bz, 0, O), (N-2598: Me, 3,4-diF-Bz, O, O), (N-2599: Me, 4-N0 2 -Bn, O, O), (N-2600: Me, 4-CN-Bn, O, O), (N-2601 : 
Et, Ph, 0, 0), (N-2602: Et, 4-F-Ph, O, O), (N-2603: Et, 4-Br-Ph, O, O), (N-2604: Et, 4-Me-Ph, 0, O), (N-2605: Et, 4-Ph- 
Ph, O, O), (N-2606: Et, 4-OMe-Ph, O, O), (N-2607: Et, 4-tBu-Ph, O, O), (N-2608: Et, 4-COOMe-Ph, O, O), (N-2609: 
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r- irj>\.r\: 0 O) 7 : ZZ 10. Z\. 4 -;.;C 2 C). {X-ZC : I: Z:, C C^:hic,phc.ne-2 .I.C^C). (N-2612:[i;,ST; t :onyl, o, 

;r;-2Gic. V:. ;^ o). (k-^m: r*. : r y> o, c), ;m zr.:. z% 4-ry. o. o;, j^-ieie. a, 3.4-d;r ?h, o, O), (N- 

2G17: Et, 5-Br-thiopheno-2-yl, O. 0), (N-2G13: Et, 4-CONi-: 2 -Ph, O, O), (N-2G1S: Et, 4-CON(Me)H-Ph, O, O), (N-2620: 

r-..-:o-: V v ".••:■■;,(:-:.-- ■•-.•■"■»■ "^i, p-l -t. 

5 , .v ■yrkJis-.e :i A,C, 2„ £ Choline -3-yl, CO), (i: 2G25. El, 4-NI l 2 -l C. G} t (N-2626: Et, 1 ^(Ac)H-Ph, 

C. C), (N-2S27: D, 1 CH-Ph, O, C). (U-2S23: Et, 3,4-di(CK) 2 rh, O, O), (N-2C29: Et, 3,4-di(NH 2 )-Ph, C, C), (N-2630: 
Et, 3:4 [N(Ac)H] 2 Th, O. O), (N-263 \ : Ei, 4-SH-Ph, O, C), (N-2532: Et, 4-SMe-Ph, O, O), (N-2633: Et, 3,4-diEr-Ph, O, 
C). (N-2634: Et, 4-N(Me)H-Ph, O, O), (N-2635: Et, 4-N(Me) 2 -Ph, O, O), (N-2636: Et, 4-N(Me) 3 + -Ph, O, O), (N-2637: 
Et, 4-Et-Ph, O, O), (N-2638: Et, 4-iPr-Ph, O, O), (N-2639: Et, 4-nPr-Ph, O, O), (N-2640: Et, 4-nBu-Ph, O, O), (N-2641: 

10 Et! 4-iBu-Ph, O, C), (N-2642: Et, 3,4-diMe-Ph, O, O), (N-2643: Et, 1 ,3-Benzodioxole-5-yl, O, O), (N-2644: Et, N-Me- 
pyri<Jinium-4-yl, O, O), (N-2645: Et, N-Me-pyridinium-3-yl, O, O), (N-2646: Et, 5-Me-Pyridine-2-yl, O, O), (N-2647: Et, 

2- Pyrazinyl, O, O), (N-2648: Et, 3-Pyrrolyl, 0, O), (N-2649: Et, 1-Me-pyrrole-3-yl, O, O), (N-2650: Et, Pyridine N-oxide- 

4- yi, 0, 0), (N-2651 : Et, Pyridine N-oxide«3-yl, O, O), (N-2652: Et, 6-OH-pyridine-3-yl, O, O), (N-2653: Et, 6-SH-pyridine- 

3- yl! O, O), (N-2654: Et. 1 -Ac-pyrrole-3-yl, O, O), (N-2655: Et, 4-CF 3 -Ph, O, O), (N-2656: Et, 4-CN-Ph, O, O), (N-2657: 
15 Et, 4-CHO-Ph, O, O), (N-2658: Et, 3-Cl-Ph, O, O), (N-2659: Et, 3-Br-Ph, O, O), (N-2660: Et, 3-F-Ph, O, O), (N-2661: 

Et! 3-l-Ph, O, O), (N-2662: Et, 4-l-Ph, O, O), (N-2663: Et, 4-OCF 3 -Ph, O, O), (N-2664: Et, 3,4-di!-Ph, O, O), (N-2665: 
Et! lndole-6-yl, O, O), (N-2666: Et, 1-Ac-indole-6-yl, O, O), (N-2667: Et, 1-Me-indole-6-yl, O, O), (N-2668: Et, 4-(1-lm- 
idazolyl)-Ph, O, O), (N-2669: Et, 4-Morphorino-Ph, O, O), (N-2670: Et, 4-(1-Piperazinyl)-Ph, O, O), (N-2671: Et, 2: 

5- diMe-thiophene-3-yl, O, O), (N-2672: Et, 2-Furyl, O, O), (N-2673: Et, 5-Me-furan-2-yl, O, O), (N-2674: Et, 5-Me-furan- 
20 2-yl, O, O), (N-2675: Et, 2-Thiazolyl, O, O), (N-2676: Et, 1 :4-Benzodioxin-6-yl, O, O), (N-2677: Et, Benzo[b]furan-2-yl, 

O, 6), (N-2678: Et, 4-NH 2 CH 2 -Ph, O, O), (N-2679: Et, 4-N(Me)HCH 2 -Ph, O, O), (N-2680: Et, 4-N(Me) 2 CH 2 -Ph, O, O), 
(N-2681: Et, 6-CI-pyridine-3-yl, O, O), (N-2682: Et, 5,6-diCI-pyridine-3-yl, O, O), (N-2683: Et, 5-CI-pyridine-2-yl, O, O), 
(N-2684: Et, 4:5-diCI-pyridine-2-yl, O, O), (N-2685: Et, 4-CICH 2 -Bn, O, O), (N-2686: Et, Bn, O, O), (N-2687: Et, 4-CI- 
Bn, O, O), (N-2688: Et, 4-Br-Bn, O, O), (N-2689: Et, 4-F-Bn, O, O), (N-2690: Et, 3,4-diCI-Bn, O, O), (N-2691: Et, 

25 3,4-diBr-Bn, O, O), (N-2692: Et, 3,4-diF-Bn, O, O), (N-2693: Et, 4-CI-Bz, O, O), (N-2694: Et, 3,4-diCI-Bz, O, O), (N- 
2695: Et, 4-Br-Bz, O, O), (N-2696: Et, 3,4-diBr-Bz, O, O), (N-2697: Et, 4-F-Bz, O, O), (N-2698: Et, 3,4-diF-Bz, O, O), 
(N-2699: Et, 4-N0 2 -Bn, O, O), (N-2700: Et, 4-CN-Bn, O, O), (N-2701 : COOMe, Ph, O, O), (N-2702: COOMe, 4-F-Ph, 
O, O), (N-2703: COOMe, 4-Br-Ph, O, O), (N-2704: COOMe, 4-Me-Ph, 0, O), (N-2705: COOMe, 4-Ph-Ph, O, O), (N- 
2706: COOMe, 4-OMe-Ph, O, O), (N-2707: COOMe, 4-tBu-Ph, O, O), (N-2708: COOMe, 4-COOMe-Ph, O, O), (N- 

30 2709: COOMe, 4-Pen-Ph, O, O), (N-2710: COOMe, 4-N0 2 -Ph, O, O), (N-2711: COOMe, 5-CI-thiophene-2-yl, O, O), 
(N-2712: COOMe, 3-Thienyl, O, O), (N-2713: COOMe, 2-Py, O, O), (N-2714: COOMe, 3-Py, O, O), (N-2715: COOMe, 

4- Py, O, O), (N-2716: COOMe, 3,4-diF-Ph, O, O), (N-2717: COOMe, 5-Br-thiophene-2-yl, O, O), (N-2718: COOMe, 
4-CONH 2 -Ph, O, O), (N-2719: COOMe, 4-CON(Me)H-Ph, O, O), (N-2720: COOMe, 4-CON(Me) 2 -Ph, O, O), (N-2721: 
COOMe, 4-iPrOC(=0)-Ph, O, O), (N-2722: COOMe, 4-nBuOC(=0)-Ph, O, O), (N-2723: COOMe, 6-Me-pyridine-3-yl, 

35 O, O), (N-2724: COOMe, Quinoline-3-yl, O, O), (N-2725: COOMe, 4-NH 2 -Ph, O, O), (N-2726: COOMe, 4-N(Ac)H-Ph, 
o! O), (N-2727: COOMe, 4-OH-Ph, O, O), (N-2728: COOMe, 3,4-di(OH) 2 -Ph, O, O), (N-2729: COOMe, 3,4-di(NH 2 ) 
-Ph, O, O), (N-2730: COOMe, 3:4-[N(Ac)H] 2 -Ph, O, O), (N-2731: COOMe, 4-SH-Ph, O, O), (N-2732: COOMe, 4-SMe- 
Ph, O, O), (N-2733: COOMe, 3,4-diBr-Ph, O, O), (N-2734: COOMe, 4-N(Me)H-Ph, O, O), (N-2735: COOMe, 4-N(Me) 2 - 
Ph! O, O), (N-2736: COOMe, 4-N(Me) 3 + -Ph, O, O), (N-2737: COOMe, 4-Et-Ph, O, O), (N-2738: COOMe, 4-iPr-Ph, O, 

40 O), (N-2739: COOMe, 4-nPr-Ph, O, O), (N-2740: COOMe, 4-nBu-Ph, O, O), (N-2741: COOMe, 4-iBu-Ph, O, O), (N- 
2742: COOMe, 3,4-diMe-Ph, O, O), (N-2743: COOMe, 1 ,3-Benzodioxole-5-yl, O, O), (N-2744: COOMe, N-Me-pyrid- 
inium-4-yl, O, O), (N-2745: COOMe, N-Me-pyridinium-3-yl, 0, O), (N-2746: COOMe, 5-Me-Pyridine-2-yl, 0, O), (N- 
2747: COOMe, 2-Pyrazinyl, O, O), (N-2748: COOMe, 3-Pyrrolyl, O, O), (N-2749: COOMe, 1 -Me-pyrrole-3-yl, O, O), 
(N-2750: COOMe, Pyridine N-oxide-4-yl, O, O), (N-2751: COOMe, Pyridine N-oxide-3-yl, O, O), (N-2752: COOMe, 

45 6-OH-pyridine-3-yl, O, O), (N-2753: COOMe, 6-SH-pyridine-3-yl, O, O), (N-2754: COOMe, 1 -Ac-pyrrole-3-yl, O, O), 
(N-2755: COOMe, 4-CF 3 -Ph, O, O), (N-2756: COOMe, 4-CN-Ph, O, O), (N-2757: COOMe, 4-CHO-Ph, O, O), (N-2758: 
COOMe, 3-CI-Ph, O, O), (N-2759: COOMe, 3-Br-Ph, O, O), (N-2760: COOMe, 3-F-Ph, O, O), (N-2761 : COOMe, 3-l-Ph, 
O, O), (N-2762: COOMe, 4-l-Ph, O, O), (N-2763: COOMe, 4-OCF 3 -Ph, O, O), (N-2764: COOMe, 3,4-dil-Ph, O, O), 
(N-2765: COOMe, lndole-6-yl, O, O), (IM-2766: COOMe, 1-Ac-indo!e-6-yl, O, O), (N-2767: COOMe, 1-Me-indole-6-yl, 

50 O, O), (N-2768: COOMe, 4-(1-lmidazolyl)-Ph, O, O), (N-2769: COOMe, 4-Morphorino-Ph, O, O), (N-2770: COOMe, 
4r(1-Piperazinyl)-Ph, O, O), (N-2771 : COOMe; 2:5-diMe-thiophene-3-yl, O, O), (N-2772: COOMe, 2-Furyl, O, O), (N- 
2773: COOMe, 5-Me-furan-2-yl, O, O), (N-2774: COOMe, 5-Me-furan-2-yl, O, O), (N-2775: COOMe, 2-Thiazolyl, O, 
O), (N-2776: COOMe, 1 :4-Benzodioxin-6-yl, O, O), (N-2777: COOMe, Benzo[b]furan-2-yl, O, O), (N-2778: COOMe, 
4-NH 2 CH 2 -Ph, O, O), (N-2779: COOMe, 4-N(Me)HCH 2 -Ph, O, O), (N-2780: COOMe, 4-N(Me) 2 CH 2 -Ph, 0, O), (N- 

55 2781 : COOMe, 6-CI-pyridine-3-yl, 0, O), (N-2782: COOMe, 5,6-diCI-pyridine-3-yl, O, O), (N-2783: COOMe, 5-CI-pyri- 
dine-2-yl, O, O), (N-2784: COOMe, 4:5-diCI-pyridine-2-yl, O, O), (N-2785: COOMe, 4-CICH 2 -Bn, O, O), (N-2786: 
COOMe, Bn, O, O), (N-2787: COOMe, 4-CI-Bn, O, O), (N-2788: COOMe, 4-Br-Bn, O, O), (N-2789: COOMe, 4-F-Bn, 
O, O), (N-2790: COOMe, 3,4-diCI-Bn, O, O), (N-2791 : COOMe, 3,4-diBr-Bn, O, O), (N-2792: COOMe, 3,4-diF-Bn, O, 
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.. : . _ r ^, vr/ .' ■ Zl c ?A coo:^, o, o), ;h "omc, 4 Er :. o>, (N- 

' : " rooV^J \ * ;iV;t*:. ocoi/.c. tr-a-.. :, ;n -279R: ccc-i**, 3,4-diF-Bz, c. o), ^-2799: 

COCMe! 4-N0 2 -En, O, O)/(N-280C: COOMe, 4-CN-Bn, C, 6). (N-2801: 4-F-Ph, CONH 2 . S, S), (N-2802: 4-Br-Ph, 
CO?>IH 2 S S) (N-2803: 5-Cl-thiopher.e-2-y!, CGNH 2 , S, S). {H-2SQA: 3,4-diF-Ph, OONI ! 2 . S, S), (N-1C05: fi-Sr-thi- 

5 ophene-2-yl CONH 2 , S. S), (N-2806: 3,4-di3r-Ph, CONH 2 , G, '3j, (N-2807: 4-CF 3 Ph, CONH 2 , S, S), (N-2808: 3-CI- 
Ph CONH 2 , S, 3), (N-2G09: 3-Br-Ph, CONI J . 2> S, S), (N-281C: 3-F-Ph, CONH 2 , S, S), (N-2811: 4-F-Ph, C0 2 NHCH 3 , 
S S) (N-2812: 4-Br-Ph, C0 2 NHCH 3 , S, S), (N-2813: 5-CKhiophene-2-yl, C0 2 NHCH 3 , S, S), (N-2814: 3,4-diF-Ph, 
COoNHCHo S S), (N-2815: 5-Br-lhiophene-2-yl, C0 2 NHCH 3 , S, S), (N-2816: 3,4-diBr-Ph, C0 2 NHCH 3 , S, S), (N- 
2G17- 4-CF 3 -Ph, C0 2 NHCH 3 , S, S), (N-2818: 3-CI-Ph, C0 2 NHCH 3 , S, S), (N-2819: 3-Br-Ph, C0 2 NHCH 3 , S, S), (N- 

10 -820' 3-F-Ph CG 2 NHCH 3l S, S), (N-2821: 4-F-Ph, C0 2 N(CH 3 ) 2> S, S), (N-2822: 4-Br-Ph, C0 2 N(CH 3 ) 2 , S, S), (N- 
2823 5-CI-thiophene-2-yl, C0 2 N(CH 3 ) 2 , S, S), (N-2824: 3,4-diF-Ph, C0 2 N(CH 3 ) 2 , S, S), (N-2825: 5-Br-thiophene-2-yl, 
C0 2 N(CH 3 ) 2 , S, S), (N-2826: 3,4-diBr-Ph, C0 2 N(CH 3 ) 2 , S, S), (N-2827: 4-CF 3 -Ph, CC 2 N(CH 3 ) 2 , S, S), (N-2828: 3-CI- 
Ph r C0 2 N(CH 3 ) 2 , S f S), (N-2829: 3-Br-Ph, C0 2 N(CH 3 ) 2 , S, S), (N-2830: 3-F-Ph, C0 2 N(CH 3 ) 2 , S, S). (N-2831 : 4-F-Ph, 
C0 2 H, S, S), (N-2832: 4-Br-Ph, C0 2 H, S, S), (N-2833: 5-CI-thiophene-2-y!, C0 2 H, S, S), (N-2834: 3,4-diF-Ph, C0 2 H, 

15 S S) (N-2835: 5-Br-thiophene-2-yl, C0 2 H, S, S), (N-2836: 3,4-diBr-Ph, C0 2 H, S, S), (N-2837: 4-CF 3 -Ph, C0 2 H f S, 
S) (N-2838: 3-CI-Ph, C0 2 H, S, S), (N-2839: 3-Br-Ph, C0 2 H, S, S), (N-2840: 3-F-Ph, C0 2 H, S, S), (N-2841: 4-F-Ph, 
NH s S) (N-2842: 4-Br-Ph, NH 2 , S ( S), (N-2843: 5-CI-thiophene-2-yl, NH 2 , S, S), (N-2844: 3,4-diF-Ph, NH 2 , S, S), 
(N-2845< 5-Br-thiophene-2-yl, NH 2 , S, S), (N-2846: 3,4-diBr-Ph, NH 2 , S, S), (N-2847: 4-CF 3 -Ph, NH 2 , S, S), (N-2848: 
3-CI-Ph, NH 2 , S, S), (N-2849: 3-Br-Ph, NH 2 , S, S), (N-2850: 3-F-Ph, NH 2 , S, S), (N-2851 : 4-F-Ph, CH 2 COOMe, S, S), 

20 (N-2852- 4-Br-Ph, CH 2 COOMe, S, S), (N-2853: 5-CI-thiophene-2-yl, CH 2 COOMe, S, S), (N-2854: 3,4-diF-Ph, 
CH 2 COOMe, S, S), (N-2855: 5-Br-thiophene-2-yl, CH 2 COOMe, S, S), (N-2856: 3,4-diBr-Ph, CH 2 COOMe, S, S), (N- 
2857- 4-CF 3 -Ph, CH 2 COOMe, S, S), (N-2858: 3-CI-Ph, CH 2 COOMe, S, S), (N-2859: 3-Br-Ph, CH 2 COOMe, S, S), (N- 
2860- 3-F-Ph, CH 2 COOMe, S, S), (N-2861: 4-F-Ph. CH 2 CH 2 COOMe, S, S), (N-2862: 4-Br-Ph, CH 2 CH 2 COOMe, S, 
S) (N-2863: 5-CI-thiophene-2-yl, CH 2 CH 2 COOMe, S, S), (N-2864: 3,4-diF-Ph, CH 2 CH 2 COOMe, S, S), (N-2865: 5-Br- 

25 thiophene-2-yl, CH 2 CH 2 COOMe, S, S), (N-2866: 3,4-diBr-Ph, CH 2 CH 2 COOMe, S, S), (N-2867: 4-CF 3 -Ph, 
CH 2 CH 2 COOMe, S, S), (N-2868: 3-CI-Ph, CH 2 CH 2 COOMe, S, S), (N-2869: 3-Br-Ph, CH 2 CH 2 COOMe, S, S), (N-2870: 

3- F-Ph CH 2 CH 2 COOMe, S, S), (N-2871: 4-F-Ph, CH 2 COONH 2 , S, S), (N-2872: 4-Br-Ph, CH 2 COONH 2 , S, S), (N- 
2873- 5-CI-thiophene-2-yl, CH 2 COONH 2 , S, S), (N-2874: 3,4-diF-Ph, CH 2 COONH 2 , S, S), (N-2875: 5-Br-thiophene- 
2-yl CH 2 COONH 2 , S, S), (N-2876: 3,4-diBr-Ph, CH 2 COONH 2 , S, S), (N-2877: 4-CF 3 -Ph, CH 2 COONH 2 , S, S), (N- 

30 2878- 3-CI-Ph, CH 2 COONH 2 , S, S), (N-2879: 3-Br-Ph, CH 2 COONH 2 , S, S), (N-2880: 3-F-Ph, CH 2 COONH 2 , S, S), (N- 
2881- 4-F-Ph, CH 2 COONHCH 3 , S, S), (N-2882: 4-Br-Ph, CH 2 COONHCH 3 , S, S), (N-2883: 5-CI-thiophene-2-yl, 
CH 2 COONHCH 3 , S, S), (N-2884: 3,4-diF-Ph, CH 2 COONHCH 3 , S, S), (N-2885: 5-Br-thiophene-2-yl, CH 2 COONHCH 3 , 
S S) (N-2886- 3.4-diBr-Ph, CH 2 COONHCH 3 , S, S), (N-2887: 4-CF 3 -Ph, CH 2 COONHCH 3 , S, S), (N-2888: 3-CI-Ph, 
CH 2 COONHCH 3 , S, S), (N-2889: 3-Br-Ph, CH 2 COONHCH 3 , S, S), (N-2890: 3-F-Ph, CH 2 COONHCH 3 , S, S), (N-2893: 

35 5-CI-thiophene-2-yl, CH 2 CH 2 CI, S, S), (N-2894: 3,4-diF-Ph, CH 2 CH 2 CI, S, S), (N-2895: 5-Br-thiophene-2-yl, 
CH 2 CH 2 CI, S, S), (N-2896: 3,4-diBr-Ph, CH 2 CH 2 CI, S, S), (N-2897: 4-CF 3 -Ph, CH 2 CH 2 CI, S, S), (N-2898: 3-CI-Ph, 
CH 2 CH 2 CI, S, S), (N-2899: 3-Br-Ph, CH 2 CH 2 CI, S, S), (N-2900: 3-F-Ph, CH 2 CH 2 CI, S, S), (N-2901: 4-F-Ph, CONH 2 , 
O S) (N-2902: 4-Br-Ph, CONH 2 , O, S), (N-2903: 5-CI-thiophene-2-yl, CONH 2 , O, S), (N-2904: 3,4-diF-Ph, CONH 2 , 
o' S)' (N-2905* 5-Br-thiophene-2-yl, CONH 2 , O, S), (N-2906: 3,4-diBr-Ph, CONH 2 , O, S), (N-2907: 4-CF 3 -Ph, CONH 2 , 

40 O S), (IM-2908: 3-CI-Ph, CONH 2 , O, S), (N-2909: 3-Br-Ph, CONH 2 , O, S), (N-2910: 3-F-Ph, CONH 2 , O, S), (N-2911 : 

4- F-Ph, C0 2 NHCH 3 , O, S), (N-2912: 4-Br-Ph, C0 2 NHCH 3 , O, S), (N-2913: 5-CI-thiophene-2-yl, C0 2 NHCH 3 , O, S), 
(N-2914- 3 4-diF-Ph, C0 2 NHCH 3 , O, S), (N-2915: 5-Br-thiophene-2-yl, C0 2 NHCH 3 , O, S), (N-2916: 3,4-diBr-Ph, 
C0 2 NHCH 3 , O, S), (N-2917: 4-CF 3 -Ph, C0 2 NHCH 3 , O, S), (N-291 8: 3-CI-Ph, C0 2 NHCH 3 , O, S), (N-2919: 3-Br-Ph. 
C0 2 NHCH 3 , 0, S), (N-2920: 3-F-Ph, C0 2 NHCH 3 , 0, S), (N-2921 : 4-F-Ph, C0 2 N(CH 3 ) 2 , 0, S), (N-2922: 4-Br-Ph, C0 2 N 

45 (CH 3 ) 2 , O, S), (N-2923: 5-CI-thiophene-2-yl, C0 2 N(CH 3 ) 2 , O, S), (N-2924: 3,4-diF-Ph, C0 2 N(CH 3 ) 2 , O, S), (N-2925: 

5- Br-thiophene-2-yl, C0 2 N(CH 3 ) 2 , O, S), (N-2926: 3,4-diBr-Ph, C0 2 N(CH 3 ) 2 , O, S), (N-2927: 4-CF 3 -Ph, C0 2 N(CH 3 ) 2 , 
O, S), (N-2928: 3-CI-Ph, C0 2 N(CH 3 ) 2 , O, S), (N-2929: 3-Br-Ph, C0 2 N(CH 3 ) 2 , O, S), (N-2930: 3-F-Ph, C0 2 N(CH 3 ) 2 , 
o! S), (N-2931: 4-F-Ph, C0 2 H, O, S), (N-2932: 4-Br-Ph, C0 2 H, O, S), (N-2933: 5-CI-thiophene-2-yl, C0 2 H, O, S), (N- 
2934- 3 4-diF-Ph, C0 2 H, O, S), (N-2935: 5-Br-thiophene-2-yl, C0 2 H, O, S), (N-2936: 3,4-diBr-Ph, C0 2 H, O, S), (N- 

50 2937- 4-CF 3 -Ph, C0 2 H, O, S), (N-2938: 3-CI-Ph, C0 2 H, O, S), (N-2939: 3-Br-Ph, C0 2 H, O, S). (N-2940: 3-F-Ph, C0 2 H, 
O S) (N-2941: 4-F-Ph, NH 2 , O, S), (N-2942: 4-Br-Ph, NH 2 , O, S), (N-2943: 5-CI-thiophene-2-yl, NH 2 , O, S), (N-2944: 
3 4-diF-Ph NH 2 , O, S), (N-2945: 5-Br-thiophene-2-yl, NH 2 , O, S), (N-296: 3,4-diBr-Ph, NH 2 , O, S), (N-2947: 4-CF 3 - 
Ph NH 2 , 6, S), (N-2948: 3-CI-Ph, NH 2 , O, S), (N-2949: 3-Br-Ph, NH 2 , O, S), (N-2950: 3-F-Ph, NH 2 , O, S), (N-2951 : 
4-F-Ph, CH 2 COOMe, O, S), (N-2952: 4-Br-Ph, CH 2 COOMe, O, S), (N-2953: 5-CI-thiophene-2-yl, CH 2 COOMe, 0, S), 

55 (N-2954* 3 4-diF-Ph, CH 2 COOMe, O, S), (N-2955: 5-Br-thiophene-2-yl, CH 2 COOMe, O, S), (N-2956: 3,4-diBr-Ph, 
CH 2 COOMe f O, S), (N-2957: 4-CF 3 -Ph, CH 2 COOMe, O, S), (N-2958: 3-CI-Ph, CH 2 COOMe, O, S), (N-2959: 3-Br-Ph, 
CH 2 COOMe, O, S), (N-2960: 3-F-Ph, CH 2 COOMe, O, S), (N-2961: 4-F-Ph, CH 2 CH 2 COOMe, O, S), (N-2962: 4-Br- 
Ph CH 2 CH 2 COOMe, O, S), (N-2963: 5-CI-thiophene-2-yl, CH 2 CH 2 COOMe, O, S), (N-2964: 3,4-diF-Ph, 
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-•••.->• - ■-■ -r G ^ -..fr-ir b^-on. -2-^1. Cr l 2 CH 2 COOMe. O. S). (N-2966: 3.4-diBr-Ph, CHjjCHaCOOMe. 

V'V (t-J-r^'r'Vc-^h CH 2 C!! 2 COOWic, 0, S), (N-2S6E: S-CI-Ph, CH 2 CH 2 COOMe, O, S), (N-2969: 3-Br-Ph, 
CHXKXOOMe, O. S), (N-2970: 3-F-Ph. CH 2 CH 2 COOMe, O. S). (N-2971: 4-F-Ph, CH 2 COONH 2 . O, S), (N-2972: 
CH 2 COONH 0. S). (N-2973: 5-C!-thiophene-2-yl, CH 2 COONH 2 . O, S), (N-2974: 3,4-diF-Ph, CH 2 COONH 2 , 

5 n (N-2975 £-Cr thiophene-2-yl, CH 2 COONH 2 , O, S), (N-2976: 3,4-diBr-Ph, CH 2 COONH 2 . O. S), (N-2977: 4-CF 3 - 
Ph CH.^CONH 2 O S) (N-2976: 3-CI-Ph, CH 2 COONH 2 , O. S), (N-2979: 3-Br-Ph, CH 2 COONH 2 , O. S), (N-2980: 
->-F-Ph CH 3 CCONH 2 O S), (N-296 ! . 4-F-Ph, CH 2 COONHCH 3 , O. S), (N-2982: 4-Br-Ph, CH 2 COONHCH 3 . 0, S), (N- 
2933- 5-CI-ihiop:,_r,e 2-yl, CH 2 COON!-!CR 3 , O. S), (N-2984: 3,4-diF-Ph, CH 2 COONHCH 3 , O, S), (N-2985: 5-Br-th.- 
ophenc-2-yl, CH 2 COONHCH 3 , O. S). (N-2986: 3,4-diBr-Ph, CH 2 COONHCH 3 . O. S). (N-2987: 4-CF3-Ph 

to CW,GOO^HCH 3 O. S), (N-2988. 3-CI-Ph, CH 2 COONHCH 3 , O, S), (N-2989: 3-Br-Ph, CH 2 COONHCH 3 , O, S). (N- 
^990- 3-F-Ph CH 2 COONHCH 3 , O, S). (N-2991: 4-F-Ph, CH 2 CH 2 CI, O, S), (N-2992: 4-Br-Ph, CH 2 CH 2 CI. O, S), (N- 
2993- 5-CI-thiophene-2-yl, CH 2 CH 2 CI, O. S). (N-2994: 3.4-diF-Ph, CH 2 CH 2 CI. O, S), (N-2995: 5-Br-thiophene-2-yl, 
CH 2 CH 2 CI, O. S). (N-2996: 3,4-diBr-Ph. CH 2 CH 2 CI. O, S), (N-2997: 4-CF 3 -Ph, CH 2 CH 2 CI, O. S), (N-2998: 3-CI-Ph, 
CH,CH 2 CI O S) (N-2999: 3-Br-Ph, CH 2 CH 2 CI, O, S), (N-3000: 3-F-Ph, CH 2 CH 2 CI, O, S), (N-3001: 4-F-Ph, CONH 2 , 

is S O) (N-3002- 4-Br-Ph, CONH 2 , S. O), (N-3003: 5-CI-thiophene-2-yl, CONH 2 , S, O), (N-3004: 3,4-diF-Ph, CONH 2 . 
s' O)' (N-3005: 5-Br-thiophene-2-yl. CONH 2 , S, O), (N-3006: 3,4-diBr-Ph, CONH 2 , S. O), (N-3007: 4-CF 3 -Ph, CONH 2 , 
s' O) (N-300: 3-CI-Ph, CONH 2 , S, O), (N-3009: 3-Br-Ph, CONH 2 . S, O), (N-3010: 3-F-Ph, CONH 2 . S, O), (N-3011: 

4- F-Ph C0 2 NHCH 3 , S, O), (N-3012: 4-Br-Ph, C0 2 NHCH 3 , S, O). (N-3013: 5-CI-thiophene-2-yl, C0 2 NHCH 3 , S, O), 
(N-3014- 3 4-diF-Ph C0 2 NHCH 3 , S, O), (N-3015: 5-Br-thiophene-2-yl. CO z NHCH 3 , S, O), (N-3016: 3,4-diBr-Ph. 

20 COoNHCHo, S, O), (N-3017: 4-CF 3 -Ph, C0 2 NHCH 3 , S, O), (N-3018: 3-CI-Ph, C0 2 NHCH 3 , S, O), (N-3019: 3-Br-F>h 
COpNHCH 3 , S, O), (N-3020: 3-F-Ph. CO z NHCH 3 , S, O), (N-3021 : 4-F-Ph. C0 2 N(CH 3 ) 2 , S. O), (N-3022: 4-Br-Ph, CO z N 
(CH,), S, O). (N-3023: 5-CI-thiophene-2-yl, CO a N(CH 3 ) 2 , S, O), (N-3024: 3,4-diF-Ph, C0 2 N(CH 3 ) 2 . S. O), (N-3025: 

5- Br-thiophene-2-yl, C0 2 N(CH 3 ) 2 . S. O). (N-3026: 3.4-diBr-Ph. C0 2 N(CH 3 ) 2 , S. O). (N-3027: 4-CF 3 -Ph. C0 2 N(CH 3 2 , 
S O) (N-3028: 3-CI-Ph, C0 2 N(CH 3 ) 2 , S. O). (N-3029: 3-Br-Ph, C0 2 N(CH 3 ) 2 , S, O). (N-3030: 3-F-Ph. C0 2 N(CH 3 ) 2 . 

25 SO) (N-3031 ■ 4-F-Ph. C0 2 H, S, O), (N-3032: 4-Br-Ph, C0 2 H. S, O). (N-3033: 5-CI-thiophene-2-yl. C0 2 H. S. O). (N- 
3034"' 3 4-diF-Ph C0 2 H. S, O), (N-3035: 5-Br-thiophene-2-yl. C0 2 H, S. O), (N-3036: 3.4-diBr-Ph. C0 2 H, S, O). (N- 
3037- 4-CF,-Ph, CO z H, S, O), (N-3038: 3-CI-Ph. C0 2 H. S. O). (N-3039: 3-Br-Ph. COaH, S, O), (N-3040: 3-F-Ph, CO z H. 
S O) (N-3041 • 4-F-Ph. NH 2 , S, O), (N-3042: 4-Br-Ph, NH 2 , S, O), (N-3043: 5-CI-thiophene-2-yl. NH 2 . S, O), (N-3044: 
3 4-diF-Ph NH 2 S. O), (N-3045: 5-Br-thiophene-2-yl, NH 2 , S, O), (N-3046: 3.4-diBr-Ph. NH 2 , S, O), (N-3047: 4-CF 3 - 

30 p'h NH, S O) (N-3048: 3-CI-Ph. NH 2 . S, O). (N-3049: 3-Br-Ph, NH 2 , S. O). (N-3050: 3-F-Ph, NH 2 . S. O), (N-3051: 
4-F-Ph CH 2 COOMe, S. O), (N-3052: 4-Br-Ph. CH 2 COOMe. S. O). (N-3053: 5-CI-thiophene-2-yl, CH 2 COOMe, S. O). 
(N-3054- 3 4-diF-Ph CH 2 COOMe, S, O), (N-3055: 5-Br-thiophene-2-yl, CH 2 COOMe, S. O). (N-3056: 3.4-diBr-Ph. 
CHoCOOMe S O), (N-3057: 4-CF 3 -Ph. CH 2 COOMe, S, O), (N-3058: 3-CI-Ph, CH 2 COOMe, S, O), (N-3059: 3-Br-Ph, 
CHoCOOMe' S. O), (N-3060: 3-F-Ph, CH 2 COOMe, S, O), (N-3061: 4-F-Ph, CH 2 CH 2 COOMe. S, O), (N-3062: 4-Br- 

35 Ph CH 2 CH 2 COOMe, S, O), (N-3063: 5-CI-thiophene-2-yl. CH 2 CH 2 COOMe. S. O). (N-3064: 3,4-d.F-Ph, 
CHoCHoCOOMe, S, O), (N-3065: 5-Br-thiophene-2-yl, CH 2 CH 2 COOMe, S. O). (N-3066: 3.4-diBr-Ph, CH 2 CH 2 COOMe. 
S O) (N-3067: 4-CF 3 -Ph, CH 2 CH 2 COOMe, S, O), (N-3068: 3-CI-Ph. CH 2 CH 2 COOMe. S, O), (N-3069: 3-Br-Ph. 
CHpCHpCOOMe, S, O), (N-3070: 3-F-Ph, CH 2 CH 2 COOMe, S. O). (N-3071 : 4-F-Ph, CH 2 COONH 2 , S, O), (N-3072: 
4-Br-Ph CH 2 COONH 2 . S. O). (N-3073: 5-CI-thiophene-2-yl, CH 2 COONH 2 , S, O), (N-3074: 3.4-diF-Ph, CH 2 COONH 2 , 

40 S O) (N-3075: 5-Br-thiophene-2-yl, CH 2 COONH 2 . S, O). (N-3076: 3.4-diBr-Ph, CH 2 COONH 2 , S, O), (N-3077: 4-CF 3 - 
Ph CH,COONH 2 , S, O), (N-3078: 3-CI-Ph, CH 2 COONH 2 , S, O). (N-3079: 3-Br-Ph, CH 2 COONH 2 . S. O). (N-3080: 

3- F-Ph CH 2 COONH 2 . S. O). (N-3081 : 4-F-Ph. CH 2 COONHCH 3 . S. O). (N-3082: 4-Br-Ph. CH 2 COONHCH 3 , S. O), (N- 
3083: 5-Cl-thiophene-2-yl, CH 2 COONHCH 3 . S, O). (N-3084: 3.4-diF-Ph. CH 2 COONHCH 3 , S. O). (N-3085: 5-Br-th,- 
ophene-2-yl. CH 2 COONHCH 3 , S. O), (N-3086: 3.4-diBr-Ph, CH 2 COONHCH 3 , S. O). (N-3087: 4-CF 3 -Ph. 

45 CH,COONHCH 3 , S, O). (N-3088: 3-CI-Ph, CH 2 COONHCH 3 , S, O). (N-3089: 3-Br-Ph. CH 2 COONHCH 3 . S. O), (N- 
3090 3-F-Ph CH 2 COONHCH 3 , S. O), (N-3091: 4-F-Ph, CH 2 CH 2 CI, S. O). (N-3092: 4-Br-Ph. CH 2 CH 2 CI. S. O), (N- 
3093 : 5-CI-thiophene-2-yl, CH 2 CH 2 CI, S, O). (N-3094: 3,4-diF-Ph. CH 2 CH 2 CI, S, O), (N-3095: 5-Br-thiophene-2-yl, 
CH,CH 2 CI S, O), (N-3096: 3,4-diBr-Ph, CH 2 CH 2 CI, S, O). (N-3097: 4-CF 3 -Ph, CH 2 CH 2 CI, S. O). (N-3098: 3-CI-Ph. 
CH,CHpCI S. O). (N-3099: 3-Br-Ph. CH 2 CH 2 CI, S. O), (N-3100: 3-F-Ph. CH 2 CH 2 CI. S, O), (N-3101: 4-F-Ph. CONH 2 . 

so O O) (N-3102- 4-Br-Ph. CONH 2 , O, O). (N-3103: 5-CI-thiophene-2-yl, CONH 2 . O, O), (N-3104: 3,4-diF-Ph, CONH 2 , 
o' O) ' (N-3105- 5-Br-thiophene-2-yl, CONH 2 , 0, 0), (N-3106: 3,4-diBr-Ph. CONH 2 . 0. O), (N-3107: 4-CF 3 -Ph, CONH 2 , 
O* O)' (N-3108- 3-CI-Ph, CONH 2 , O, O). (N-3109: 3-Br-Ph, CONH 2 , O, O), (N-3110: 3-F-Ph, CONH 2 , O, O), (N-3111 : 

4- F-Ph C0 2 NHCH 3 , O. O), (N-3112: 4-Br-Ph, C0 2 NHCH 3 , O, O). (N-3113: 5-CI-thiophene-2-yl, C0 2 NHCH 3 . O, O), 
(N-3114- 3,4-diF-Ph, C0 2 NHCH 3 . O, O). (N-3115: 5-Br-thiophene-2-yl. C0 2 NHCH 3 , O. O). (N-3116: 3,4-diBr-Ph. 

55 CO,NHCH„ O, O). (N-3117: 4-CF 3 -Ph. C0 2 NHCH 3 , O. O), (N-3118: 3-CI-Ph. C0 2 NHCH 3 , O. O). (N-3119: 3-Br-Ph, 
CO,NHCH 3 . O, O). (N-3120: 3-F-Ph, C0 2 NHCH 3 . O, O). (N-3121: 4-F-Ph. C0 2 N(CH 3 ) 2 , O. O). (N-3122: 4-Br-Ph, 
COoN(CH,), O O), (N-3123: 5-CI-thiophene-2-yl, CO z N(CH 3 ) 2 , O. O). (N-3124: 3,4-diF-Ph. C0 2 N(CH 3 ) 2 , O, O), (N- 
3125- 5-Br-th'iophene-2-yl, C0 2 N(CH 3 ) 2 . 0, O), (N-3126: 3,4-diBr-Ph. C0 2 N(CH 3 ) 2 . O, O). (N-3127: 4-CF 3 -Ph. C0 2 N 
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: •:::>c; F!-:,c:v-: x :::j i .c,o),^ -,-':. rh, co^i - . o). (N3icc. :-r ,,co 2 n 
: :;• o- •'?! *:::::. v-r ?h, oo c, i), i g; ri:, co 2 h, °» °)> 5-ci-thiop:. - co 2 h, 

^" Q)T(N'3io^ 's.VJiF Ph, C0 2 H, 6, OJ,' (N-3135: 5-BKhiophene-2-yl. C0 2 H, C, O), (N-3136: 3,4-diBr-Fh, C0 2 H, 
o! C)', (N-3137: 4-CF 3 -Ph, C0 2 H, 0, O), (N-3138: 3-CI-Ph, C0 2 H, O, O), (N-3139: 3-Br-Ph, C0 2 H, O, O), (N-3140: 
5 3-r Ph, C0 2 K, O; C), (N-31 41: 4-F-Ph, NM 2 , C, O), (N-3142: 4-Br-Ph, NH 2 , O, O), (N-3143: 5-CI-thiophene-2-yl, NH 2 , 
n C), (N-31 44: 3,4-diF-Ph, NH 2 , O, O), (N-3145: 5-Br-thiophene-2-yl, NH 2> O, O), (N-3146: 3,4-diBr-Ph, NH 2 , O, O), 

V-ZU7. 4-C-rj-rh. N! C, O). (N-2143: 3 C! Pi'., NH 2 , O, O), (N CI 49: 3-Br-Ph, NH 2 , C, O), (N-3150: 3 -P Ph, NH 2 , 
C O) ?J-3Ui;: ^ F-P;\ f Ci^CGOWb, Q, C), (:■■ 3152: 1 Br-P:., C!! 2 CCOMe, C, C), (M-3153: 5-CUM;, K ::.;;e-2-yl, 
cb-^Mi; n rv. T ! :i" :</\ diF F'. Ci : 2 CCOMo, G, C), C1C5: S-Br-thicpI.c.-.c 2 yl, CH 2 COC:/.c, C, O), (N- 

^7\'!Rr.Ph/c:"^::*c-v=. o.'c;.. -i-CF 3 Ph, c^c^OMe, o, o). ?: ;::3: 3-ci-Ph, ci^cccrvie, o, 

0) 3-Er-Ph, Ci-i 2 COOMe, o! O), (N-3i60: 3-F-Ph, CH 2 CCOMe, O, O), (N-3161 : 4-F-Ph, CH 2 CH 2 COOMe, 

O, O), (N-31 62: 4-Br-Ph, CH 2 CH 2 COOMe, O, O), (N-3163: 5-CI-thiophene-2-yl, CH 2 CH 2 COOMe, O, O), (N-31 64: 
3 4-diF-Ph, CH 2 CH 2 COOMe, O, O), (N-3165: 5-Br-thiophene-2-yl, CH 2 CH 2 COOMe, O, O), (N-3166: 3,4-diBr-Ph, 
CH 2 CH 2 COOMe, O, O), (N-3167: 4-CF 3 -Ph, CH 2 CH 2 COOMe, O, O), (N-31 68: 3-Cl-Ph, CH 2 CH 2 COOMe, O, O), (N- 

15 3169: 3-Br-Ph, CH 2 CH 2 COOMe, O, O), (N-31 70: 3-F-Ph, CH 2 CH 2 COOMe, O, O), (N-31 71: 4-F-Ph, CH 2 COONH 2 , O, 
O), (N-31 72: 4-Br-Ph, CH 2 COONH 2> O, O), (N-31 73: 5-CI-thiophene-2-yl, CH 2 COONH 2 , O, O), (N-31 74: 3,4-diF-Ph, 
CH 2 COONH 2 , O, O), (N-3175: 5-Br-thiophene-2-yl, CH 2 COONH 2 , O, O), (N-3176: 3,4-diBr-Ph, CH 2 COONH 2 , O, O). 
(N-3177: 4-CF 3 -Ph, CH 2 COONH 2 , O, O), (N-3178: 3-CI-Ph, CH 2 COONH 2 , O, O), (N-3179: 3-Br-Ph, CH 2 COONH 2 , O, 
O), (N-3180: 3-F-Ph. CH 2 COONH 2 , O, O), (N-31 81: 4-F-Ph, CH 2 COONHCH 3 , O, O), (N-3182: 4-Br-Ph, 

20 CH 2 COONHCH 3 , 0, 0), (N-31 83: 5-CI-thiophene-2-yl. CH 2 COONHCH 3 , 0, 0), (N-31 84: 3,4-diF-Ph, CH 2 COONHCH 3 , 
O O) (N-3185: 5-Br-thiophene-2-yl, CH 2 COONHCH 3 , O, O), (N-3186: 3,4-diBr-Ph, CH 2 COONHCH 3> O, O), (N-31 87: 
4-CF 3 -Ph, CH 2 COONHCH 3 , O, O), (N-31 88: 3-CI-Ph f CH 2 COONHCH 3 , O, O), (N-31 89: 3-Br-Ph, CH 2 COONHCH 3 , 
O, O), (N-31 90: 3-F-Ph, CH 2 COONHCH 3 , O, O), (N-31 92: 4-Br-Ph, CH 2 CH 2 CI, O, O), (N-31 93: 5-CI-thiophene-2-yl, 
CH 2 CH 2 CI, O, O), (N-31 94: 3,4-diF-Ph, CH 2 CH 2 CI, O, O), (N-31 95: 5-Br-thiophene-2-yl, CH 2 CH 2 CI, O, O), (N-31 96: 

25 3,4-diBr-Ph, CH 2 CH 2 CI, O, O), (N-31 97: 4-CF 3 -Ph, CH 2 CH 2 CI, O, O), (N-31 98: 3-CI-Ph, GH 2 CH 2 Cl, O, O), (N-31 99: 

3- Br-Ph, CH 2 CH 2 CI, O, O), (N-3200: 3-F-Ph, CH 2 CH 2 CI, O, O), (N-3301: CONH 2 , 4-F-Ph, S, S), (N-3302: CONH 2 , 

4- Br-Ph, S, S), (N-3303: CONH 2 , 5-CI-thiophene-2-yl, S, S), (N-3304: CONH 2 , 3,4-diF-Ph, S, S), (N-3305: CONH 2 , 

5- Br-thiophene-2-yl, S, S), (N-3306: CONH 2 , 3,4-diBr-Ph, S, S), (N-3307: CONH 2 , 4-CF 3 -Ph, S, S), (N-3308: CONH 2 , 

3- Ci-Ph, S, S), (N-3309: CONH 2 , 3-Br-Ph, S, S), (N-3310: CONH 2 , 3-F-Ph, S, S), (N-3311: C0 2 NHCH 3 , 4-P-Ph, S, S), 
30 (N-3312: C0 2 NHCH 3 , 4-Br-Ph, S, S), (N-3313: C0 2 NHCH 3 , 5-CI-thiophene-2-yl, S, S), (N-3314: C0 2 NHCH 3 , 

3 4-diF-Ph, S, S), (N-3315: C0 2 NHCH 3 , 5-Br-thiophene-2-yl, S, S), (N-3316: C0 2 NHCH 3 , 3,4-diBr-Ph, S, S), (N-3317: 
C0 2 NHCH 3 , 4-CF 3 -Ph, S, S), (N-3318: C0 2 NHCH 3 , 3-CI-Ph, S, S), (N-3319: C0 2 NHCH 3 , 3-Br-Ph, S, S), (N-3320: 
C0 2 NHCH 3 , 3-F-Ph, S, S), (N-3321: C0 2 N(CH 3 ) 2 , 4-F-Ph, S, S), (N-3322: C0 2 N(CH 3 ) 2 , 4-Br-Ph, S, S), (N-3323: 
C0 2 N(CH 3 ) 2 , 5-CI-thiophene-2-yl, S, S), (N-3324: C0 2 N(CH 3 ) 2 , 3,4-diF-Ph, S, S), (N-3325: C0 2 N(CH 3 ) 2 , 5-Br-thi- 
35 ophene-2-yl, S, S), (N-3326: C0 2 N(CH 3 ) 2 , 3,4-diBr-Ph, S, S), (N-3327: C0 2 N(CH 3 ) 2 , 4-CF 3 -Ph, S. S), (N-3328: C0 2 N 
(CH 3 ) 2 , 3-CI-Ph, S, S), (N-3329: C0 2 N(CH 3 ) 2 , 3-Br-Ph, S, S), (N-3330: C0 2 N(CH 3 ) 2 , 3-F-Ph, S, S), (N-3331: C0 2 H, 

4- F-Ph, S, S), (N-3332: C0 2 H, 4-Br-Ph, S, S), (N-3333: CQ 2 H, 5-CI-thiophene-2-yl, S, S), (N-3334: C0 2 H, 3,4-diF-Ph, 
S, S), (N-3335: C0 2 H, 5-Br-thiophene-2-yl, S, S), (N-3336: C0 2 H, 3,4-diBr-Ph, S, S), (N-3337: C0 2 H, 4-CF 3 -Ph, S, 
S), (N-3338: C0 2 H, 3-CI-Ph, S, S), (N-3339: C0 2 H, 3-Br-Ph, S, S), (N-3340: C0 2 H t 3-F-Ph, S, S), (N-3341: NH 2 , 

40 4-F-Ph, S, S), (N-3342: NH 2 , 4-Br-Ph, S, S), (N-3343: NH 2 , 5-CI-thiophene-2-yl, S, S), (N-3344: NH 2 , 3,4-diF-Ph, S, 
S), (N-3345: NH 2 , 5-Br-thiophene-2-yl, S, S), (N-3346: NH 2 , 3,4-diBr-Ph, S, S), (N-3347: NH 2 , 4-CF 3 -Ph, S, S), (N- 
3348: NH 2 , 3-CI-Ph, S, S), (N-3349: NH 2 , 3-Br-Ph, S, S), (N-3350: NH 2 , 3-F-Ph, S, S), (N-3351 : CH 2 COOMe, 4-F-Ph, 
S, S), (N-3352: CH 2 COOMe, 4-Br-Ph, S, S), (N-3353: CH 2 COOMe, 5-CI-thiophene-2-yl, S, S), (N-3354: CH 2 COOMe, 
3,4-diF-Ph, S, S), (N-3355: CH 2 COOMe, 5-Br-thiophene-2-yl, S, S), (N-3356: CH 2 COOMe, 3,4-diBr-Ph, S, S), (N- 

45 3357- CH 2 COOMe, 4-CF 3 -Ph, S, S), (N-3358: CH 2 COOMe, 3-CI-Ph, S, S), (N-3359: CH 2 COOMe, 3-Br-Ph, S, S), (N- 
3360: CH 2 COOMe, 3-F-Ph, S, S), (N-3361: CH 2 CH 2 COOMe, 4-F-Ph, S, S), (N-3362: CH 2 CH 2 COOMe, 4-Br-Ph, S, 
S), (N-3363: CH 2 CH 2 COOMe, 5-CI-thiophene-2-yl, S, S), (N-3364: CH 2 CH 2 COOMe, 3,4-diF-Ph, S, S), (N-3365: 
CH 2 CH 2 COOMe, 5-Br-thiophene-2-yl, S, S), (N-3366: CH 2 CH 2 COOMe, 3,4-diBr-Ph, S, S), (N-3367: CH 2 CH 2 COOMe, 

4- CF 3 -Ph, S, S), (N-3368: CH 2 CH 2 COOMe, 3-CI-Ph, S, S), (N-3369: CH 2 CH 2 COOMe, 3-Br-Ph, S, S), (N-3370: 
50 CH 2 CH 2 COOMe, 3-F-Ph, S, S), (N-3371: CH 2 COONH 2 , 4-F-Ph, S, S), (N-3372: CH 2 COONH 2 , 4-Br-Ph, S, S), (N- 

3373: CH 2 COONH 2 , 5-CI-thiophene-2-yl, S, S), (N-3374: CH 2 COONH 2 , 3,4-diF-Ph, S, S), (N-3375: CH 2 COONH 2 , 

5- Br-thiophene-2-yl, S, S), (N-3376: CH 2 COONH 2 , 3,4-diBr-Ph, S, S), (N-3377: CH 2 COONH 2 , 4-CF 3 -Ph, S, S), (N- 
3378: CH 2 COONH 2 , 3-CI-Ph, S, S), (N-3379: CH 2 COONH 2 , 3-Br-Ph, S, S), (N-3380: CH 2 COONH 2 , 3-F-Ph, S, S), (N- 
3381: CH 2 COONHCH 3 , 4-F-Ph, S, S), (N-3382: CH 2 COONHCH 3 , 4-Br-Ph, S, S), (N-3383: CH 2 COONHCH 3 , 5-CI- 

55 thiophene-2-yl, S, S), (N-3384: CH 2 COONHCH 3 , 3,4-diF-Ph, S, S), (N-3385: CH 2 COONHCH 3 , 5-Br-thiophene-2-yl, 
S S) (N-3386: CH 2 COONHCH 3 , 3,4-diBr-Ph, S, S), (N-3387: CH 2 COONHCH 3 , 4-CF 3 -Ph, S, S), (N-3388: 
CH 2 COONHCH 3 , 3-CI-Ph, S, S), (N-3389: CH 2 COONHCH 3 , 3-Br-Ph, S, S), (N-3390: CH 2 COONHCH 3 , 3-F-Ph, S, S), 
(N-3391: CH 2 CH 2 CI, 4-F-Ph, S, S), (N-3392: CH 2 CH 2 CI, 4-Br-Ph, S, S), (N-3393: CH 2 CH 2 CI, 5-CI-thiophene-2-yl, S, 
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■< ■ — - - ~. ' :.. 339S:CH t : t - .o.-i-di- 

r:.. s, 2). (N zw^ci^i, s-f-pis, :, 3), ^40t; ccr;;: 2 , : r-?h. s, o), ;r; wen: gonh 2 , 4 3r pi,, c.o), (n- 

' r-C; CC\ ; H^, Z CKhiJphsnc;-2-yl, G, O;, (T2-C4&S: CONH 2 , 3/. diF-Ph. S, O), (N-34C3: CONH 2 , 5-Br-thiophcne-2-yl, 
-• C O) {N 3^06: CONH 2 , 3.4-diBr-Ph, 5, O), (N-3407: CONK 2 , 4 CF 3 -Ph, S, O), (N-3408: CONH 2 , 3-CI-Ph, S, O), (N- 
3409- CONK., SBr-Ph, % O), (U-3410: CCNH 2 , 3-F-Ph, S, O), (N-3411: C0 2 NHCH 3 , 4-F-Ph, S, O), (N-3412: 

-.c ki so;-;* i-~; p;.. s, c), ;n-s*13: co^;:c:^ s-c^iop-,,^, s, o), ;n w-.. co 2 nhci! 3 , za ct pu. s, 

Ti Wlls r O- "I: ;GM 3 , C-Br-fhiophtr/j-C-y!, C, O), (N-3«:iG. CC/iHCK 3 , 3,4 JiDr-Fiv 2, O), (N-3417: CO*;iHCH 3 , 
: 'At, pi, c ^ ; 8 CO N!iC»3 3-CI-r-h S, O), (NC-iO. 7C^NHCH 3 , C-E: P!.. £, O), (N-34CC: "^HCH 3 , 

c: :« Jr ht:.v- 2 y:, is ■->;, jc^kc; . a ; 2 , 3,4 d;r-r l, l, o„ (n-3425: co 2 K;cri 3 ) 2 , 5-Br-ti.>u^i^..^-yi, s, 

05, (N-3426. CC 2 N(CH 3 ) 2 , 3,4- diBr-Pu. 5, O), (N-3427: C0 2 N(CH 3 ) 2> 4-CF 3 -Ph, S, O), (N-3428: C0 2 N(CH 3 ) 2 , 3-CI- 
Ph S, O), (N-3429: C0 2 N(CH 3 ) 2 , 3-Br-Ph, S, O), (N-3430: C0 2 N(CH 3 ) 2 , 3-F-Ph, S, O), (N-3431: C0 2 H, 4-F-Ph, S, 
O), (N-3432: C0 2 H, 4-Br-Ph, S, O), (N-3433: C0 2 H, 5-CI-thiophene-2-yl, S, O), (N-3434: C0 2 H, 3,4-diF-Ph, S, O), (N- 

15 3435: C0 2 H, 5-Br-thiophene-2-yl, S, O), (N-3436: C0 2 H, 3,4-diBr-Ph, S, O), (N-3437: C0 2 H, 4-CF 3 -Ph, S, O), (N- 
3438: C0 2 H, 3-CI-Ph, S, O), (N-3439: C0 2 H, 3-Br-Ph f S, O), (N-3440: C0 2 H, 3-F-Ph, S, O), (N-3441: NH 2 , 4-F-Ph, 
S, O), (N-3442: NH 2 , 4-Br-Ph, S, O), (N-3443: NH 2 , 5-CI-thiophene-2-yl, S, O), (N-3444: NH 2 , 3,4-diF-Ph, S, O), (N- 
3445: NH 2 , 5-Br-thiophene-2-yl, S, O), (N-3446: NH 2 , 3,4-diBr-Ph, S, O), (N-3447: NH 2 , 4-CF 3 -Ph, S, O), (N-3448: 
NH 2> 3-CI-Ph, S, O), (N-3449: NH 2 , 3-Br-Ph, S, O), (N-3450: NH 2 , 3-F-Ph, S, O), (N-3451: CH 2 COOMe, 4-F-Ph, S, 

20 O), (N-3452: CH 2 COOMe, 4-Br-Ph, S, O), (N-3453: CH 2 COOMe, 5-C!-thiophene-2-yl, S, O), (N-3454: CH 2 COOMe, 
3,4-diF-Ph, S, O), (N-3455: CH 2 COOMe, 5-Br-thiophene-2-yl, S, O), (N-3456: CH 2 COOMe, 3,4-diBr-Ph, S, O), (N- 
3457: CH 2 COOMe, 4-CF 3 -Ph, S, O), (N-3458: CH 2 COOMe, 3-CI-Ph, S, O), (N-3459: CH 2 COOMe, 3-Br-Ph, S, O), (N- 
3460: CH 2 COOMe, 3-F-Ph, S, O), (N-3461: CH 2 CH 2 COOMe, 4-F-Ph, S, O), (N-3462: CH 2 CH 2 COOMe, 4-Br-Ph, S, 
O), (N-3463: CH 2 CH 2 COOMe, 5-CI-thiophene-2-yl, S, O), (N-3464: CH 2 CH 2 COOMe, 3,4-diF-Ph, S, O), (N-3465: 

25 CH 2 CH 2 CGOMe, 5-Br-thiophene-2-yl, S, O), (N-3466: CH 2 CH 2 COOMe, 3,4-diBr-Ph, S, O), (N-3467: CH 2 CH 2 COOMe, 

4- CF 3 -Ph, S, O), (N-3468: CH 2 CH 2 COOMe, 3-CI-Ph, S, O), (N-3469: CH 2 CH 2 COOMe, 3-Br-Ph, S, O), (N-3470: 
CH 2 CH 2 COOMe, 3-F-Ph, S, O), (N-3471 : CH 2 COONH 2> 4-F-Ph, S, O), (N-3472: CH 2 COONH 2 , 4-Br-Ph, S, O), (N- 
3473: CH 2 COONH 2 , 5-CI-thiophene-2-yl, S, O), (N-3474: CH 2 COONH 2 , 3,4-diF-Ph, S, O), (N-3475: CH 2 COONH 2 , 

5- Br-thiophene-2-yl, S, O), (N-3476: CH 2 COONH 2 , 3,4-diBr-Ph, S, O), (N-3477: CH 2 COONH 2 , 4-CF 3 -Ph, S, O), (N- 
30 3478: CH 2 COONH 2 , 3-CI-Ph, S, O), (N-3479: CH 2 COONH 2 , 3-Br-Ph, S, O), (N-3480: CH 2 COONH 2 , 3-F-Ph, S, O), 

(N-3481: CH 2 COONHCH 3 , 4-F-Ph, S, O), (N-3482: CH 2 COONHCH 3 , 4-Br-Ph, S, O), (N-3483: CH 2 COONHCH 3 , 5-CI- 
thiophene-2-yl, S, O), (N-3484: CH 2 COONHCH 3 , 3,4-diF-Ph, S, O), (N-3485: CH 2 COONHCH 3 , 5-Br-thiophene-2-yl, 
S O), (N-3486: CH 2 COONHCH 3 , 3,4-diBr-Ph, S, O), (N-3487: CH 2 COONHCH 3 , 4-CF 3 -Ph, S, O), (N-3488: 
CH 2 COONHCH 3 , 3-CI-Ph, S, O), (N-3489: CH 2 COONHCH 3 , 3-Br-Ph, S, O), (N-3490: CH 2 COONHCH 3 , 3-F-Ph, S, 
35 O), (N-3491 : CH 2 CH 2 CI, 4-F-Ph, S, O), (N-3492: CH 2 CH 2 CI, 4-Br-Ph, S, O), (N-3493: CH 2 CH 2 CI, 5-CI-thiophene-2-yl, 
S O) (N-3494: CH 2 CH 2 CI, 3,4-diF-Ph, S, O), (N-3495: CH 2 CH 2 CI, 5-Br-thiophene-2-yl, S, O), (N-3496: CH 2 CH 2 CI, 
3 4-diBr-Ph, S, O), (N-347: CH 2 CH 2 CI, 4-CF 3 -Ph, S, O), (N-3498: CH 2 CH 2 CI, 3-CI-Ph, S, O), (N-3499: CH 2 CH 2 CI, 

3- Br-Ph, S, O), (N-3500: CH 2 CH 2 CI, 3-F-Ph, S, O), (N-3501 : CONH 2 , 4-F-Ph, O, S), (N-3502: CONH 2 , 4-Br-Ph, O, S), 
(N-3503: CONH 2 , 5-CI-thiophene-2-yl, O, S), (N-3504: CONH 2 , 3,4-diF-Ph, O, S), (N-3505: CONH 2 , 5-Br-thiophene- 

40 2-yl O S), (N-3506: CONH 2 , 3,4-diBr-Ph, O, S), (N-3507: CONH 2 , 4-CF 3 -Ph, O, S), (N-3508: CONH 2 , 3-CI-Ph, O, S), 
(N-3509: CONH 2 , 3-Br-Ph, O, S), (N-3510: CONH 2 , 3-F-Ph, O, S), (N-3511: C0 2 NHCH 3 , 4-F-Ph, O, S), (N-3512: 
C0 2 NHCH 3 , 4-Br-Ph, O, S), (N-3513: C0 2 NHCH 3 , 5-CI-thiophene-2-yl, O f S), (N-3514: C0 2 NHCH 3 , 3,4-diF-Ph, O, 
S), (N-3515: C0 2 NHCH 3 , 5-Br-thiophene-2-yl, O, S), (N-3516: C0 2 NHCH 3 , 3,4-diBr-Ph, O, S), (N-3517: C0 2 NHCH 3 , 

4- CF 3 -Ph, O, S), (N-3518: C0 2 NHCH 3 , 3-CI-Ph, O, S), (N-3519: C0 2 NHCH 3 , 3-Br-Ph, O, S), (N-3520: C0 2 NHCH 3 , 
45 3-F-Ph O S) (N-3521: C0 2 N(CH 3 ) 2 , 4-F-Ph, O, S), (N-3522: C0 2 N(CH 3 ) 2 , 4-Br-Ph, O, S), (N-3523: C0 2 N(CH 3 ) 2 , 

5- CI-thiophene-2-yl, O, S), (N-3524: C0 2 N(CH 3 ) 2 , 3,4-diF-Ph, O, S), (N-3525: C0 2 N(CH 3 ) 2 , 5-Br-thiophene-2-yl, O, 
S), (N-3526: C0 2 N(CH 3 ) 2 , 3,4-diBr-Ph, O, S), (N-3527: C0 2 N(CH 3 ) 2 , 4-CF 3 -Ph, O, S), (N-3528: C0 2 N(CH 3 ) 2 , 3-CI- 
Ph, O, S), (N-3529: C0 2 N(CH 3 ) 2 , 3-Br-Ph, O, S), (N-3530: C0 2 N(CH 3 ) 2 , 3-F-Ph, O, S), (N-3531: C0 2 H, 4-F-Ph, O, 
S), (N-3532: C0 2 H, 4-Br-Ph, O, S), (N-353: C0 2 H, 5-CI-thiophene-2-yl, O, S), (N-3534: C0 2 H, 3,4-diF-Ph, O, S), (N- 

50 3535: C0 2 H, 5-Br-thiophene-2-yl, O, S), (N-3536: C0 2 H, 3,4-diBr-Ph, O, S), (N-3537: C0 2 H, 4-CF 3 -Ph, O, S), (N- 
3538: C0 2 H. 3-CI-Ph, O, S), (N-3539: C0 2 H, 3-Br-Ph, O, S), (N-3540: C0 2 H, 3-F-Ph, O, S), (N-3541: NH 2 , 4-F-Ph, 
O, S), (N-3542: NH 2 , 4-Br-Ph, O, S), (N-3543: NH 2 , 5-CI-thiophene-2-yl, O, S), (N-3544: NH 2 , 3,4-diF-Ph, O, S), (N- 
3545: NH 2 , 5-Br-thiophene-2-y1, O, S), (N-3546: NH 2 , 3,4-diBr-Ph, O, S), (N-3547: NH 2 , 4-CF 3 -Ph, O, S), (N-3548: 
NH 2 , 3-CI-Ph, O, S), (N-3549: NH 2 , 3-Br-Ph, O, S), (N-3550: NH 2 , 3-F-Ph, O, S), N35-51 : CH 2 COOMe, 4-F-Ph, O, S), 

55 (N-3552: CH 2 COOMe, 4-Br-Ph, O, S), (N-3553: CH 2 COOMe, 5-CI-thiophene-2-yl, O, S), (N-3554: CH 2 COOMe, 
3,4-diF-Ph, O, S), (N-355: CH 2 COOMe, 5-Br-thiophene-2-yl, O, S), (N-3556: CH 2 COOMe, 3,4-diBr-Ph, O, S), (N-3557: 
CH 2 COOMe, 4-CF 3 -Ph, O, S), (N-3558: CH 2 COOMe, 3-CI-Ph, O, S), (N-3559: CH 2 COOMe, 3-Br-Ph, O, S), (N-3560: 
CH 2 COOMe, 3-F-Ph, O, S), (N-3561: CH 2 CH 2 COOMe, 4-F-Ph, O, S), (N-3562: CH 2 CH 2 COOMe, 4-Br-Ph, O, S), (N- 
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<•?■. C^'iCO:^. -ioph^.. :.-•'», C. :-}. (K •'::,?!! 2 GOC-fvW-. .v.-c-FPh, ~, S;.. V J-C565: 

f - ■• ' : 7 "'" '..I "Z. . 35£T. 1! r VJG.Vle, 

; :;" 3;i V: ::C3* 0: : 2 C!CcCOfv^, 2 GiPh, D, G}t (N-3CS9: CH 2 Ci : 2 CCGMu, 3-Br-Ph, G, S), (N-3570: 

CMoGHXOCr/c, 3 P-Ph, O, G), (M-3571: CH 2 COONH 2 , 4-F-Ph, O, S), (N-3572: CH 2 COONH 2 , 4-Br-Ph, O, S), (N- 
-r, 7 o- ~.? r^r'R , G-Gllhiopher.-s 2-y!, O, G), (N-3574: CH 2 COONH 2 , 3,4-diF-Ph; O, S), (N-3575: CH 2 COONH 2 , 
"i- ■ v^-.f < O, G), ;M~357:3: C^COONM* 3.4-diBr-Ph, O, G), (N-3577: CK 2 COONH 2 , 4-CP 3 -Ph, O, S), (N- 
'o;;/ r>hl\ ' VC-'pi. ri f.» 'V 057,1. C! : 2 >':OONK z , o Z. PI:, O, G), {N 355:. CM 2 COONl ^ S-P P;., O. S), 
G! i,CC)OK! !C!-! 0 , 4- P Ph. 0." C ;?v!38L: CH 2 CCC: » :C [ : 3 , 4-Br-Ph, C, 3;. ? I-3583: CH 2 CCOr^ ;CK 3 , 5-CI- 
Vr.":,".\* ?,» d r; LcC i'/' * r ' ! 3,4-diF-P... v, ;N 3585: C! ^G" GWCH 3 , 5 G; , J-.:„ r hcne-2-yl 1 

*- : v..^ ::-M!io:; 3 , : (k-Gw-:-: . .^g-gonhc: ^, : : . l.'j.s), 

- • •-!,-!:.: . ~- .>;....::.. g:; 2 ch 2 ci. 4 :..-:\., :, 3),(N35?:.. G.^Gi^ci.s-ci-t:.:^:....- 2 yi f o, 
;i- ; :r'.; ; r;i.CH ci, :.: ^pp:..o, 3scr: ck 2 cm 2 gi, c g.- :hicpnene-2 -y:.c. g;, (n-356: c: : 2 c: ^c:. 3,4-cii- 

g! Ph, O, G;,"{!:'jl J7: CH 2 C< i 2 CI, 4 Cr 3 -P; if O, 3), (N-35GU. Cri 2 C;-i 2 CI, 3-Ci-Ph, O, 3), (N-3599: CH 2 CH 2 G;, 3-Br- 
15 Ph, o! S), (N -3600: CH 2 CH 2 CI, 3-F-Ph, O, S), (N-3601: CONH 2 , 4-F-Ph, O, O), (N-3602: CONH 2 , 4-Br-Ph, O, O), (N- 
3603: CONH 2 , 5-CI-thiophene-2-yl, O, O), (N-3604: CONH 2 , 3,4-diF-Ph, O, O), (N-3605: CONH 2 , 5-Br-thiophene-2-yl, 
O O) (N-3606: CONH 2 , 3,4-diBr-Ph, O, O), (N-3607: CONH 2> 4-CF 3 -Ph, O, O), (N-3608: CONH 2 , 3-CI-Ph, O, O), (N- 
3609:' CONH 2 , 3-Br-Ph t O, O), (N-3610: CONH 2 , 3-F-Ph, O, O), (N-3611: C0 2 NHCH 3 , 4-F-Ph, O, O), (N-3612: 
C0 2 NHCH 3 , 4-Br-Ph, O, O), (N-3613: C0 2 NHCH 3 , 5-CI-thjophene-2-yl, O, O), (N-3614: C0 2 NHCH 3 , 3,4-diF-Ph, O, 
20 O) (N-361 5: C0 2 NHCH 3 , 5-Br-thiophene-2-yl, O, O), (N-361 6: C0 2 NHCH 3 , 3,4-diBr-Ph, O, O), (N-361 7: C0 2 NHCH 3 , 

4- CF 3 -Ph, O, O), (N-361 8: C0 2 NHCH 3 , 3-CI-Ph t O, O), (N-361 9: C0 2 NHCH 3> 3-Br-Ph, O, O), (N-3620: C0 2 NHCH 3 , 
3-F-Ph, 6, O), (N-3621: C0 2 N(CH 3 ) 2 , 4-F-Ph, O, O). (N-3622: C0 2 N(CH 3 ) 2 , 4-Br-Ph, O, O), (N-3623: C0 2 N(CH 3 ) 2 , 

5- CI-thiophene-2-yl, O, O), (N-3624: C0 2 N(CH 3 ) 2 , 3,4-diF-Ph, O, O), (N-3625: C0 2 N(CH 3 ) 2 , 5-Br-thiophene-2-yl, O, 
O) (N-3626: C0 2 N(CH 3 ) 2 , 3,4-diBr-Ph, O, O), (N-3627: C0 2 N(CH 3 ) 2l 4-CF 3 -Ph, O, O), (N-3628: C0 2 N(CH 3 ) 2 , 3-CI- 

25 Ph, O, O), (N-3629: C0 2 N(CH 3 ) 2 , 3-Br-Ph, O, O), (N-3630: C0 2 N(CH 3 ) 2 , 3-F-Ph, O, O), (N-3631: C0 2 H, 4-F-Ph, O, 
O), (N-3632: C0 2 H, 4-Br-Ph, O, O), (N-3633: C0 2 H, 5-CI-thiophene-2-yl, O, O), (N-3634: C0 2 H, 3,4-diF-Ph, O, O), 
(N-3635: C0 2 H, 5-Br-thiophene-2-yl, O, O), (N-3636: C0 2 H, 3,4-diBr-Ph, O, O), (N-3637: C0 2 H, 4-CF 3 -Ph, O, O), (N- 
3638: C0 2 H, 3-CI-Ph, O, O), (N-3639: C0 2 H, 3-Br-Ph, O, O), (N-3640: C0 2 H, 3-F-Ph, O, O), (N-3641: NH 2 , 4-F-Ph, 
O. O), (N-3642: NH 2 , 4-Br-Ph, O, O), (N-3643: NH 2 , 5-CI-thiophene-2-yl, O, O), (N-3644: NH 2 , 3,4-diF-Ph, O, O), (N- 

30 3645: NH 2> 5-Br-thiophene-2-yl, O, O), (N-3646: NH 2 , 3,4-diBr-Ph, O, O), (N-3647: NH 2 , 4-CF 3 -Ph, O, O), (N-3648: 
NH 2 , 3-CI-Ph, O, O), (N-3649: NH 2 , 3-Br-Ph, O, O), (N-3650: NH 2 , 3-F-Ph, O, O), (N-3651: CH 2 COOMe, 4-F-Ph, O, 
O), (N-3652: CH 2 COOMe, 4-Br-Ph, O, O), (N-3653: CH 2 COOMe, 5-CI-thiophene-2-yl, O, O), (N-3654: CH 2 COOMe, 
3 4-diF-Ph, O, O), (N-3655: CH 2 COOMe, 5-Br-thiophene-2-yl, O, O), (N-3656: CH 2 COOMe, 3,4-diBr-Ph, O, O), (N- 
3657: CH 2 COOMe, 4-CF 3 -Ph, O, O), (N-3658: CH 2 COOMe, 3-CI-Ph, O, O), (N-3659: CH 2 COOMe, 3-Br-Ph, O, O), 

35 (N-3660: CH 2 COOMe, 3-F-Ph, O, O), (N-3661: CH 2 CH 2 COOMe, 4-F-Ph, O, O), (N-3662: CH 2 CH 2 COOMe, 4-Br-Ph, 
O, O), (N-3663: CH 2 CH 2 COOMe, 5-CI-thiophene-2-yl, O, O), (N-3664: CH 2 CH 2 COOMe, 3,4-diF-Ph, O, O), (N-3665: 
CH 2 CH 2 COOMe, 5-Br-thiophene-2-yl, O, O), (N-3666: CH 2 CH 2 COOMe, 3,4-diBr-Ph, O, O), (N-3667: 
CH 2 CH 2 COOMe, 4-CF 3 -Ph, O, O), (N-3668: CH 2 CH 2 COOMe, 3-CI-Ph, O, O), (N-3669: CH 2 CH 2 COOMe, 3-Br-Ph, O, 
O), (N-3670: CH 2 CH 2 COOMe, 3-F-Ph, O, O), (N-3671: CH 2 COONH 2 , 4-F-Ph, O, O), (N-3672: CH 2 COONH 2 , 4-Br- 

40 Ph, O, O), (N-3673: CH 2 COONH 2 , 5-CI-thiophene-2-yl, O, O), (N-3674: CH 2 COONH 2 , 3,4-diF-Ph, O, O), (N-3675: 
CH 2 COONH 2 , 5-Br-thiophene-2-yl, O, O), (N-3676: CH 2 COONH 2 , 3,4-dlBr-Ph, O, O), (N-3677: CH 2 COONH 2 , 4-CF 3 - 
Ph O O) (N-3678: CH 2 COONH 2 , 3-CI-Ph, O, O), (N-3679: CH 2 COONH 2 , 3-Br-Ph, O, O), (N-3680: CH 2 COONH 2 , 
3-F-Ph 6, O), (N-3681: CH 2 COONHCH 3 , 4-F-Ph, O. O), (N-3682: CH 2 COONHCH 3 , 4-Br-Ph, O, O), (N-3683: 
CH 2 COONHCH 3 , 5-CI-thiophene-2-yl, O, O), (N-3684: CH 2 COONHCH 3 , 3,4-diF-Ph, O, O), (N-3685: CH 2 COONHCH 3 , 

45 5-Br-thiophene-2-yl, O, O), (N-3686: CH 2 COONHCH 3 , 3,4-diBr-Ph, O, O), (N-3687: CH 2 COONHCH 3 , 4-CF 3 -Ph, O, 
O), (N-3688: CH 2 COONHCH 3 , 3-CI-Ph, O, O), (N-3689: CH 2 COONHCH 3 , 3-Br-Ph, O, O), (N-3690: CH 2 COONHCH 3 , 

3- F-Ph, O, O), (N-3691: CH 2 CH 2 CI, 4-F-Ph, O, O), (N-3692: CH 2 CH 2 CI, 4-Br-Ph, O, O), (N-3693: CH 2 CH 2 CI, 5-CI- 
thiophene-2-yl, O, O), (N-3694: CH 2 CH 2 CI, 3,4-diF-Ph, O, O), (N-3695: CH 2 CH 2 CI, 5-Br-thiophene-2-yl, O, O), (N- 
3696: CH 2 CH 2 CI, 3,4-diBr-Ph, O, O), (N-3697: CH 2 CH 2 CI, 4-CF 3 -Ph, 0, O), (N-3698: CH 2 CH 2 CI, 3-CI-Ph, O, O), (N- 

50 3699: CH 2 CH 2 CI, 3-Br-Ph, O, O), (N-3700: CH 2 CH 2 CI, 3-F-Ph, O, O), (N-3701 : 4-NH 2 -Ph, H, S, S), (N-3702: 4-N(Ac) 
H-Ph, H, S, S), (N-3703: 4-OH-Ph, H, S, S), (N-3704: 3,4-di(OH) 2 -Ph, H, S, S), (N-3705: 3,4-di(NH 2 )-Ph, H, S, S), (N- 
3706- 3-4-[N(Ac)H] 2 -Ph, H, S, S), (N-3707: 4-SH-Ph, H, S, S), (N-3708: 4-SMe-Ph, H, S, S), (N-3709: 3,4-diBr-Ph, H, 
S, S), (N-3710: 4-N(Me)H-Ph, H, S, S), (N-3711: 4-N(Me) 2 -Ph, H, S, S), (N-3712: 4-N(Me) 3 +-Ph, H, S, S). (N-3713: 

4- Et-Ph, H, S, S), (N-3714: 4-iPr-Ph, H, S, S), (N-3715: 4-nPr-Ph, H, S, S), (N-3716: 4-nBu-Ph, H, S, S), (N-3717: 
55 4-iBu-Ph, H, S, S) t (N-3718: 3,4-diMe-Ph, H, S, S), (N-3719: 1 ,3-Ben2odioxole-5-yl, H, S, S), (N-3720: N-Me-pyridinium- 

4-yl, H, S, S), (N-3721 : N-Me-pyridinium-3-yl, H, S, S), (N-3722: 5-Me-Pyridine-2-yl, H, S, S), (N-3723: 2-Pyrazinyl, H, 
S S), (N-3724: 3-Pyrrolyl, H, S, S), (N-3725: 1 -Me-pyrrole-3-yl, H, S, S), (N-3726: Pyridine N-oxide-4-yl, H, S, S), (N- 
3727^ Pyridine N-oxide-3-yl, H, S, S). (N-3728: 6-OH-pyridine-3-yl, H, S, S), (N-3729: 6-SH-pyridine-3-yl, H, S, S), (N- 
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• } - - ■•• ; - zc- - v,.&-"~-'- - • ».-.-. -, •.•..indole, -,~,.vN- 

: v rv^-^w .,.,. r ' : • •- ,i^-j. y i.::,c. :;. ;n-3744:< ;i :..,:.:__=i y i) Ph. ::, z, 3745: 

• .'■ .. .'; /, !•;' 3, cj, C ■ : : Mc-fu;a. : ,. : i. C, 3), (N C7L-. " .:. Prolyl. 

;■ ,'J.^.ifp's yi. :;. :-. ;n'-s : /sc. b».«^:jf ta :aiv«-yi. ;;, :, (N-3754: 4 r;i. h. 

£ s).:;:«;^: 4-^3)^:;-;^:,, m. c. c;. ;: : ri iuc),": ;-: = V; 



; c!:v" .:U'-.'s), 
3. : : - : c. s>. 
'N-j*'. - :;. ., _:;~:;; 2 -;tp. 



—2:3,-'. ..... •-, S), 

! : 2 -ph, : :, :;. "776: : r: . s. 

, I 3779: J: v ..^, Ph, H, C. Z„ v . -."-C: 3: 

...i •-• " c; ^ : ZT^V'\&\?\i\\. i.vi!Qi-3?QZ:4 £:^e-Ph. K, £. O). 3783: 3,4-diBr-P;-., 1 1, G, O), 
'/V'"3<-' 4* in^V'-Ph H S, O). (N-3785: 4-N(Me) 2 -Ph. H, S. O). (N-3786: 4-N(Me) 3 +-Ph. H, S. O), (N-3787: 4-Et- 
n h "u o 0 > (N-^703- 4 iPr-Ph. H, S. O), (N-3789: 4-nPr-Ph. H, S. O), (N-3790: 4-nBu-Ph, H. S, O), (N-3791 : 4-iBu- 
I.'-' r' r'" (N-3792- 3 4-u'iMe-Ph H, S. O). (N-3793: 1,3-B.enzodioxole-5-yl, H, S, O). (N-3794: N-Me-pyndinium- 
4-ylH S O). (N-3795: N-Me-pyridinium-3-yl. H, S, O). (N-3796: 5-Me-Pyridine-2-yl, H, S, O). (N-3797: 2-Pyrazinyl, 
H 8 O) N-3798: 3-Pyrrolyl. H. S, O), (N-3799: 1 -Me-pyrrole-3-yl, H, S. O), (N-3800: Pyridine N-oxide-4-yl H, S, O , 
fN-3801 Pyridine N-oxide-3-yl, H, S, O), (N-3802: 6-OH-pyridine-3-yl, H, S, O), (N-3803: 6-SH-pyridine-3-yl. H, S. O), 
N-38^; vCyrrolei-yl. h" S. b). (N-3805: 4-CF 3 -Ph, H, S, O). (N-3806: 4-CN-Ph, H. S. O), (N-SSO^-CHO-Ph 
H S O), (N-3808: 3-CI-Ph. H, S, O), (N-3809. 3-Br-Ph, H. S. O), (N-3810: 3-F-Ph, H, S. O), (N-3811: 3-l-Ph H, S. O . 
(N-3812- 4-l-Ph H S O) (N-3813: 4-OCF 3 -Ph, H, S, O), (N-3814: 3.4-dil-Ph, H, S. O), (N-3815: lndole-6-yl, H, S, O), 
N-3816- 1-Ac-indole-6-yi. H, S, O), (N-3817: 1 -Me-indole-6-yl, H, S, O). (N-3818: 4-(1-lmidazolyl)-Ph. H. S. O). (N- 
3819: 4-Morphorino-Ph, H, S, O). (N-3820: 4-(1-Piperazinyl)-Ph, H. S, O), (N-3821 : 2:5-diMe-*iophene-3^ H, S. O , 
fN-3822 2-Furyl H S, O), (N-3823: 5-Me-furan-2-yl, H, S, O), (N-3824: 5-Me-furan-2-yl, H, S, O), (N-3825: 2-Thiazolyl. 
H S O)' (N 3826: 1 :4-Benzodioxin-6-yl, H, S. O), (N-3827: Benzo[b]furan-2-yl, H, S, O), (N-3828: 4-NH 2 CH 2 -Ph, H, 
S ' O) (N-3829: 4-N(Me)HCH 2 -Ph, H, S, O). (N-3830: 4-N(Me) 2 CH 2 -Ph, H, S. O). {N-3831: 6-CI-pyridine-3-y^ H S. 
O) (N-3832: 5,6-diCI-pyridine-3-yl, H. S. O). (N-3833: 5-CI-pyridine-2-yl, H, S. O). (N-3834: 4:5-diCI-pynd.ne-2-yl, H 
S O) (N-3835: 4-CICH 2 -Bn, H, S, O). (N-3836: Bn. H, S. O), (N-3837: 4-CI-Bn, H, S. O). (N-3838: 4-Br-Bn H, S O). 
(N-3839- 4-F-Bn. H, S, O), (N-3840: 3.4-diCI-Bn, H, S, O). (N-3841: 3,4-diBr-Bn. H, S, O), (N-3842: 3,4-diF-Bn H, S. 
O) (N 3843- 4-CI-Bz, H, S. O). (N-3844: 3,4-diCI-Bz, H, S. O), (N-3845: 4-Br-Bz, H, S, O), (N-3846: 3,4-d.Br-Bz, H. 
S, O). (N-3847: 4-F-Bz, H. S, O). (N-3848: 3,4-diF-Bz. H, S. O), (N-3849: 4-NO z -Bn, H, S, O), (N-3850: 4-CN-Bn, H. 

35 S, O) 

Test Example 1 

Isolation and purification of Thrombopoietin (TPO) 

40 

[01 03] Human TPO (hTPO) and murine TPO (mTPO) were purchased from R&D Systems. 

Test Example 2 The increasing effect in vitro of the megakaryocyte colonies with the compound (A-1 ), (B-1 7). and (C-1 ) 

45 101041 We examined the ability of the compound in promoting differentiation of human hematopoietic progenitor cells 
into mature megakaryocytes. Human bone marrow cells (2.2 X 10* cells) were plated in 3-cm dishes and cultured .n 
methvlcellulose in Iscove's Modified Dulbecco's medium in the presence of 1% of the compound (A-1, B-1 7 c-i) 
dissolved in 10% ethanol. After incubation at 37°C for 7 days in the 5% CO z incubator, the megakaryocyte colon.es 
were counted. The result is shown in Fig. 1 . 

Test Example 3 The thrombopoietic activity of the compound (B-1 7) 

H>1051 The TPO dependent BaF/hTPOR cell line which was established by introducing human TPO receptor (hT- 
POR) into BaF-B03 cells according to Collins et al (J. Cell. Physiol., 1 37:293-298 (1 988)) was used to test the throm- 
bopoietic activity of the present compound (B-1 7). The DNA sequences and encoded peptide sequences for human 
hTPOR have been described by Vigon et al (Proc. Natl. Acad. Sci. USA. 89:5640-5644 (1992)). TPO dose not have 
any ability to support proliferation of interlukin-3 dependent parental cell line BaF-B03. BAF/hTPOR cells were main- 
tained in RPMI medium and WEHI-3B conditioned medium as a source of murine interieukin-3 (IL-3). These cells were 
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Table M 





'-■-'SO U 


L- ^.i.t^^ciiiu No. 








L ~ — J 


0.012 


A OO 

A-o<£ 


fl 077 


A-73 


0 070 i 

— i 


A-2 , 


0.058 




— « 




o.C . i j 


A-3 


0.017 


A OO 

A-3o 


U.U**/ 


B-2 


0.011 I 


A-4 


0.036 


A A O 

A-4 2 




n «-» 


0.017 J 


A-5 




A-43 


0.073 


B-4 


0.037 


A-6 


0.045 


A-49 


0.035 


B-5 


0.047 


A-7 


0.060 


A-50 


0.026 


B-6 


0.072 


A-11 


0.031 


A-53 


0.023 


B-14 


0.023 


A-12 


0.011 


A-56 


0.096 


B-15 


0.077 


A-13 


0.021 


A-59 


0.084 


B-16 


0.020 


A-14 


0.015 


A-61 


0.069 


B-17 


0.030 


A-15 


0.026 


A-63 


0.016 


B-18 


0.016 


A-16 


0.049 


A-64 


0.047 


B-21 


0.084 


A-20 


0.029 


A-67 


0.050 


C-1 


0.068 


A-21 


0.041 


A-70 


0.020 


E-2 


0.062 


A-25 


0.099 


A-71 


0.080 


H-5 


0.047 


A-26 


0.072 


A-72 


0.035 







Test Example 4 The compound(B-17)-lnduced signal transduction via hTPOR 

[0106] Drachman et al (J. Biol. Chem, 270: 4979-4982 (1 995)) reported that TPO induced tyrosine phosphorylation 
of Jak2, She, and c-Mpl. To compare the signaling pathway of TPO and the compound of the present invention, we 
analyzed the tyrosine phosphorylation of signal transducers by stimulation of the compound according to the method 
reported by Drachman. Briefly, BaF/hTPOR cells suspended in the RPMI medium (1X10 7 cells/ml) without WEHI-3B 
were incubated for 4 hours at 37°C. 25 ng/ml of TPO or 200 nM of the compound (B-17) was added to cells and 
incubated for 1 0 min at 37°C. After the cells were washed twice with PBS then lysed in a buffer composed of 1 % Triton 
X-100. After the sample were spun in a centrifuge and the supernatant were immunoprecipitated by using antibodies 
against several proteins related to intracellular signal transduction. Immune complexes were separated by SDS-poly- 
acrylamide gel electrophoresis. Protein was electrophoretically transferred to nitorocellulose sheets and tyrosine phos- 
phorylated protein was detected by anti-phosphotyrosine antibody. Results were summarized in Table 25. 

Table 25 





Vehicle 


Compound (B-17) 


TPO 


Jak1 








Jak2 




+ 


+ 


Jak3 









66 



EP 1 207 155 A1 



15 



20 



25 



30 



35 



40 



{ 


vv*r»cle 


Co -."stpwinri (B-17) 




- ! - 
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SHPTP2 




+ 
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PI3K 
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+ 
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+ 


+ 
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+ 


+ 
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+ 
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As shown in Fig 1 , addition of the compounds of the present invention induced forming megakaryocyte colonies and 
the number of colonies increased depending on the concentration of the compounds. This result revealed that the 
compounds of the present invention induced the differentiation of human bone marrow cells and produce megakary- 
ocytes having ability of producing platelet. . 
The compound supported the proliferation of TPO-dependent BaF/hTPOR in a dose-dependent manner as shown in 
Fig 2 Parental BaF cells bearing no TPOR was not induced the proliferation by compounds as shown in Fig. 3. Bar/ 
mTPOR expressing murine TPOR was not induced the proliferation by compounds as shown in Fig. 4. These results 
suggest that the compound of the present invention exert the thrombopoietic activity by interacting with hTPOR because 

it is active only in cells expressing hTPOR. 

As shown in Table 25, the compound induced phosphorylation of following the same intracellular signal transducing 
molecules as TPO did: Jak2, Tyk2, STAT3, STATS, She, Vav, SHPTP2, Mpl, PLC y 1 , Cbl, MAPK, SAPK, and p38MAPK. 
Therefore, the compounds elicit thrombopoietic activity by stimulating the signal transduction pathways identical to 
those of TPO. 



Formulation example 
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Formulation example 1 

[0107] Granules are prepared using the following ingredients. 



Ingredients 


The compound represented by the formula (I) 

Lactose 

Corn starch 

HPC-L 


10 mg 
700 mg 
274 mg 

16 mg 






1 000 mg 



[0108] The compound represented by the formula (I) and lactose are made pass through a 60 mesh sieve. Corn 
starch is made pass through a 1 20 mesh sieve. They are mixed by a twin shell blender. An aqueous solution of HPC-L 
(low mucosity hydroxypropylcellulose) is added to the mixture and the resulting mixture is kneaded, granulated (by the 
extrusion with pore size 0.5 to 1 mm mesh), and dried. The dried granules thus obtained are sieved by a swing sieve 
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• 1 


;0 my 




Lactose 


79 mg 




Corn starch 


10 mg 




Magnesium stearate 


1 mg 


i ■ 




100 mg 



I so-:: -1, • 

:0 



: r-Ja (I) - u"' ': :'; . are mecta pc,:... o ugh a 60 mcc'. n:_:vr.. Corn 
n.oto :iHii^i-i:»:- •■ s'-i magr.e&k..-! vie are mixeo WJ u twin shell 



blender. 1C0 mg of the 10 fold trituration is filled into a No. 5 hard gelatin capsule. 
Formulation 3 

[01 1 1] Granules for filling capsules are prepared using the following ingredients. 



Ingredients 


The compound represented by the formula (I) 


15 mg 




Lactose 


90 mg 




Corn starch 


42 mg 




HPC-L 


3 mg 






150 mg 



[0112] The compound represented by the formula (I) and lactose are made pass through a 60 mesh sieve. Corn 
starch is made pass through a 120 mesh sieve. After mixing them, an aqueous solution of HPC-L is added to the 
mixture and the resulting mixture is kneaded, granulated, and dried. After the dried granules are lubricated, 150 mg of 
that are filled into a No. 4 hard gelatin capsule. 



Formulation 4 

[0113] Tablets are prepared using the following ingredients. 



Ingredients 


The compound represented by the formula (I) 


10 mg 




Lactose 


90 mg 




Microcrystal cellulose 


30 mg 




CMC-Na 


15 mg 




Magnesium stearate 


5 mg 






150 mg 



The compound represented by the formula (I), lactose, microcrystal cellulose, and CMC-Na (carboxymethylcellulose 
sodium salt) are made pass through a 60 mesh sieve and then mixed. The resulting mixture is mixed with magnesium 
stearate to obtain the mixed powder for the tablet formulation. The mixed powder is compressed to yield tablets of 1 50 
mg. 

Industrial Applicability 

[01 14] The compounds of the present invention have thrombopoietin receptor agonism and are useful as the treating 
or preventing agent for hemopathy accompanied with unusual count of platelet, for example, thrombocytopenia and 
the like 
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•j^nd of the fctmula (I): 



X 1 — Y 1 — Z 1 ' 



(I) 



wherein X 1 is optionally substituted aryl, optionally substituted aralkyl. optionally substituted heteroaryl, op- 
l. ' e. U b3*ituted ^toroarylalkyl, or optionally substituted non-aromatic heterocyclic group; 

yi " ..ypAr.O rC-M % \. r ,- -NRACO-(CH 2 ) 0 . 2 -W-. -NR A CO-CH=CH-, >V-(CH 2 ) 1 . 5 -NR a CO-(CH 2 ) 0 . 2 -, 

(ChL- ' NRMChI 2 AnrA-CO-NRA., -NRA.CS-NRA-, -N=C(-SRA)-NRA-, -NRACSNRACO-, -N=C(-SRA) 

-NRACO- -NRA-(CH 2 )i 2-NRA-CO-, -NRACONRANRFCO-, or -N=C(-NRARA)-NRA-CO-, 

wherein R A is each independently a hydrogen atom, optionally substituted lower alkyl, optionally substituted 

aryl, optionally substituted aralkyl. optionally substituted heteroaryl, or optionally substituted heteroarylalkyl, 

Rp is a hydrogen atom or optionally substituted aryl, W is an oxygen atom or a sulfur atom; 

Z 1 is optionally substituted arylene, optionally substituted heteroarylene, optionally substituted non-aromatic 

heterocycle-diyl, or optionally substituted cycloalkyl-diyl; 

A 1 is a ring represented by the formula: 



W-R 3 ~ ^ 



R 4 



or (CH^m 



wherein R 1 and R 2 are both hydrogen atoms or taken together may form an oxygen atom or a sulfur atom; R3 
and R 4 are both hydrogen atoms or taken together may form an oxygen atom or a sulfur atom; R» is a hydrogen 
atom or lower alkyl; Q and V are each independently -O-. -S-, -NRB- (wherein RB is a hydrogen atom or lower 
alkyl), or -CH 2 -; m is 1 , 2, or 3; a broken line (— ) represents the presence or absence of a bond, 

its prodrug, or their pharmaceutical^ acceptable salt, or solvate thereof. 

A pharmaceutical composition exhibiting thrombopoietin agonism which contains a compound of claim 1 , wherein 
X 1 is optionally substituted 5-member heteroaryl or a group represented by the formula: 



r8 \^?\ N 



wherein E is -(CH^ 3 -, ~0-CH 2 -, or -S-CH 2 -; R 6 and R 7 are each independently a hydrogen atom, optionally 
substituted lower alkyl, carboxy, lower alkyloxycarbonyl, optionally substituted aminocarbonyl, optionally sub- 
stituted thienyl, or optionally substituted phenyl. 

A pharmaceutical composition exhibiting thrombopoietin agonism which contains a compound of claim 1 , wherein 
X 1 is a group represented by the formula: 
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v ,.i , .-a.tj. r >, . fyo . C , :c o-CH--; Ft* and R 7 s.rr each independently a hydrogen atom, optionally 
"I"*...'... , y :-":y!\vy«=/h:'My? ":o!?y substitui?^* ^irwnocarbonyi, or^onally sub- 

-.iilulwu Liiienyi. ^ opiionaiiy substituted phenyl; R 8 is a hydrogen atom or lower alkyl. 

4 , p s nrmaceu t( ra i composition of ?-y one of claims 1 to 3, whecin Y 1 is -NHCO-, CONH-, -NHCH 2 ~, cr NHS0 2 -. 

; ii( j ; " . -Ji «■•- - ■ . . - .u-iTis 1 ^ -> • Z is 1,-. r ..- — 

6. A pharmaceutical composition of any one of claims 1 to 6, wherein A 1 Is a ring represented by the formula: 




wherein R 8 is a hydrogen atom or lower alkyl; M is -S-, -O-, -N(R C )-, or -CH 2 - (wherein R c is a hydrogen atom 
or lower alkyl); T is an oxygen atom or a sulfur atom. 

7. A pharmaceutical composition of any one of claims 1 to 6, wherein the broken line represents the presence of a 
bond. 

8. A pharmaceutical composition of any one of claims 1 to 7,which is for treating or preventing hemopathy. 

9. A pharmaceutical composition of any one of claims 1 to 7, which is a platelet production modifier. 

10. Use of a compound of any one of claims 1 to 7 for preparation of a pharmaceutical composition for treating hemo- 
pathy. 

1 1 . A method for treating hemopathy of a mammal, including a human, which comprises administration to said mammal 
of a compound of any one of claims 1 to 7 in a pharmaceutical^ effective amount. 

12. A compound represented by the formula (II) 

(ii) 

wherein X 2 is optionally substituted 5-member heteroaryl or a group represented by the formula: 
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: -yfrcge;-. - .-vitally 



x • ' v. ,.j w cvj[. '.yl^cu^i&j a aiom or optimally subslituled lower alkyl, R F is a hydrogen 

r ■ •' "• ! : ! ( * ".' rip oxygon 3 sulfur ate nr.; 

Cv'.^rtc-ciiyi, oi optionally subsmuled 2,5-iuran-diyi, 
A 2 is a ring represented by the formula: 



~-?hi 



.FT 



20 



25 



30 



or 



TV 

(CH^m 



wherein R 1 and R 2 are both hydrogen atoms or taken together may form an oxygen atom or a sulfur atom; R 3 
and R 4 are both hydrogen atoms or taken together may form an oxygen atom or a sulfur atom; R 5 is a hydrogen 
atom or lower alkyl; Q and V are each independently -O-, -S-, -NR B - (wherein R B is a hydrogen atom or lower 
alkyl), or -CH 2 -; m is 1 , 2, or 3; 

a broken line (— ) represents the presence or absence of a bond, 
provided that X 2 is not oxazole, 

its prodrug, or their pharmaceutical^ acceptable salt, or solvate thereof. 

13. A compound of claim 12, wherein X 2 is a group represented by the formula: 



35 



40 



45 



R' 



or 



wherein E is -(CH 2 ) 1<3 -, -0-CH 2 -, or -S-CH 2 -; R 6 and R 7 are each independently a hydrogen atom, optionally 
substituted lower alkyl, carboxy, lower alkyloxycarbonyl, optionally substituted aminocarbonyl, optionally sub- 
stituted thienyl, or optionally substituted phenyl; R 8 is a hydrogen atom or lower alkyl, 

its prodrug, or their pharmaceutical^ acceptable salt, or solvate thereof. 

14. A compound of claim 12, wherein X 2 is a group represented by the formula: 
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.\:-.oroi:- r ' f :r.cd in c\:\::\. 



otituted arfili locarbonyl; 

r io ~« --.-«-. ;nc!cpc..c'c.-it:y - hydrogen atom, Slogan, carboxy, lower alky I oxycarbonyl, optionally 
substitutive! aminocarbonyl, nitrp, or optionally substituted amino, 

T5 its prodrug, or their pharmaceutical^ acceptable salt, or solvate thereof. 

15. A compound of any one of claims 12 to 14, wherein Y 2 is -NHCO-, - CONH-, -NHCH 2 -, or -NHS0 2 -, 
its prodrug, or their pharmaceutical^ acceptable salt, or solvate thereof. 

20 16. A compound of any one of claims 12 to 15, wherein Z 2 is 1 ,4-phenylene, its prodrug, or their pharmaceutical^ 
acceptable salt, or solvate thereof. 

17. A compound of any one of claims 1 2 to 1 6, wherein A 2 is a ring represented by the formula: 



or 



wherein R 8 is a hydrogen atom or lower alkyl; M is -S-, -O-, -N(R C )-, or -CH 2 - (wherein R c is a hydrogen atom 
or lower alkyl); T is an oxygen atom or a sulfur atom, 

its prodrug, or their pharmaceutical^ acceptable salt, or solvate thereof. 

18. A compound of any one of claims 12 to 1 7, wherein the broken line represents the presence of a bond, 
its prodrug, or their pharmaceutical^ acceptable salt, or solvate thereof. 

19. A compound represented by the formula lll-A: 



R 10 



wherein, R 9 is a hydrogen atom, optionally substituted lower alkyl, carboxy, lower alkyloxycarbonyl. or option- 
ally substituted aminocarbonyl; 

Ri° and R 11 are each independently a hydrogen atom, halogen, carboxy, lower alkyloxycarbonyl, optionally 
substituted aminocarbonyl, nitro, or optionally substituted amino; 
55 Y 3 is -NHCO- or -CONH-; 

A 3 is a ring represented by the formula: 
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".. r ; : u-ii. & r -! s :..;Y t aoe ! Jiica"y :.--cplubia salt, or ^I.UiO thereof. 
:C. A compound represented by the formula lll-B: 




(m^B) 



wherein R 9 , R 10 , R 11 , Y 3 , and A 3 ring are as defined in claim 19, 
its prodrug, or their pharmaceutical ly acceptable salt, or solvate thereof. 

21. A pharmaceutical composition containing a compound of any one of claims 12 to 20 as an active ingredient. 

22. A pharmaceutical composition which contains as an active ingredient a compound of any one of claims 12 to 20 
for exhibiting thrombopoietin agonism. 

23. An agent for treating or preventing hemopathy which contains as the active ingredient a compound of any one of 
claims 12 to 20. 

24. A pharmaceutical composition containing as the active ingredient a compound of any one of claims 1 2 to 20, which 
is a platelet production modifier. 

25. Use of a compound of any one of claims 12 to 20 for preparation of a pharmaceutical composition for treating 
hemopathy. 

26. A method for treating hemopathy of a mammal, including a human, which comprises administration to said mammal 
of a compound of any one of claims 12 to 20 in a pharmaceutical ly effective amount. 



73 



;•' 1 207 :, .. 




0.2 - 

o.o I : 1 1 

0.000001 0.0001 0.01 1 100 

Concentration u M) 



74 



c 
o 
'•5 



..." | 
j 

1 A \- 

..2 
1.0 



| 0.8 

J2 

< 0.6 h 



0.4 
0.2 



0.0 
0.000001 



•hTPO 
B-17 



0.0001 0.01 

Concentration ( ju M) 



100 



Figure 4 




0.0 
0.00000 



0.0001 0.01 1 

Concentration (pt M) 



100 



75 




. : SUBJECT V.." 

;« . . ' - . . >- ; /■''■■' • .■ -•■'/•■ 

■ ■ *■--• • ; :ir-; rt . :.- Ti hTth uutonsJ nis-wifaatioo and IPC 



VivO?, 417/14, &13/tf4. t 

n/^L-i-, :<i/4f09, 31/47^, [ 



j ti. FIELDS &iAKCHU> 



ij.fifV-"^! r^frKT fo!?wad by classification symbols) 



I rr-.CI C07jVvl»/^2, a .'7/34-277/bG, «i'j/12 ff 417/14, 513/04, 
5 A61K31/ 125-31/429 # 21/4439, 31/4709, 31/4725, 
A61P7/04, 43/00 



Dacmnefflgtioq searched other than mimmgm documentation to the extent that such 



s metoded in the fields searched 



Electronic data base consulted during the international search (aanie of database and, where practicable, search tennVused) 
CAPLUS (STN) , REGISTRY (STN) , MEDLINE (STN) , EMBASE (STN) , 
BIOSI5 (STN) , BIOTECHABS (STN) ,WPI (DIALOG) 



C. DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 



Citation of document, with indication, where appropriate, of the relevant passages 



Relevant to claim No. 



EP, 389699, Al (PFIZER INC . ) « 
03 October, 1990 (03.10.90}, 
Claims; .example 

& WO, 89/0*652. A & AU, 8931077, 
& DK, 09O1O87, A & PT, 89922, A 
fr JP, 1-299289, A & ZA, 9004413, 
& PI, 9004413, A & NO, 9003863, 
& Ik, 89481, A & US, 5330998, 



WO, 97/32863, Al (TORII PHARMACEUTICAL CO., LTD.), 
12 September, 1997 (12.09.97), 
Claims; example 
& AU, 9722313, A 



BP, 8480O4, Al {SHIGNOGI Sr CO. , LTD.), 
17 June, 1998 (17.06.98), 
Claims; example 

& W0, 97/05135, Al & AU, 9665308, A 
6 CN, 1197458, A & BR, 9609744, A 



1-8,10, 
12-23,25 

9,24 



1-8,10,12, 
13,15-18, 
21-23,25 

9,14,19,20, 
24 

1,2,4-7,12, 
15-18 r 21 r 22,25 
2,8-10,13, 
14,19,20,23 



0 Farther documents are listed in the 



of Box C. O Seepwnrtfinniryi 



cmationat filing date or 
a with me application but cited to 



"A* doegmem defigfag IT* general gate of tt ie art wfricfa a not 

-E" earner document bat pubfabod oa or after the lucwwin o nal tiUag ~ — ->- r . ... 

ft ^ T constdered novel or cann ot be considaea to t 

X* cJocomcoi wtadj any throw doutx* cm pcofi^c^iWlor wfck-h u ^ of^^Sa^toi^^r'-^^rrf ta w miAn 

^^^^S^ < »ecSodr^^^ mt ^" ah-i ^ 0r eenaideiedmtovolwanlnvein^ 

HT dZL^f^MkxTto^oid^ ccmbined wrth one or more other neb document*, web 

T»* Tfr—^^^fr^r^^^* 7 ***™**"* 1 fiHf^Arfe fad later "A" document me«beroflhe came patent 6ealjr 
Jhep fao^ ^nonty d ate t Jnu i K . U 



Daw of the actual cwmtetkm oflhe iitoi»atioad semeh 
04 October, 2000 (04.10.00) 



Dote of mailing of the international search report 
17 October, *00O (17.10.00) 



Name and mailing address of the ISA/ 

Japanese Patent Office 

FaeshmkNo. 



Authorized officer 
Telephone No. 



Form PCT/1SA/210 (second sheet) (Jury W2) 



76 





• t 

>\? 1 207 


a 




■■ V " ^ . .... .. . 1 


i 

P. 


c . » 1996 ■:- .r-fci » | 
Claims; example 

& AU, 5855775, A & NO, 9903706, A 
& BP, 976748, Al fc BR, 9807132, A 
& CN, 1251587, A 


■» ~> /J _ *7 i •» t 

lS-18,21,*-.-:^ j 
3,8-10, 12 . 
14,19,20,23 


X 
ft 


HULIN, B. et al. Hovel Thiazolidine-2,4-diones as Potent 
Euglycemic Agents. «T. Ked. Chem. 25, 1992, 1853-1864 


1,2,4-8,10, 
12,15-18, 
21-23,25 
3,9.13,14, 
19, 20 


X 
A 


jp r 7-173143, A (Hakamoto Pharmaceutics Co., Ltd.), 
11 July, 1995 (11.07.95), 
Claims (Family: none) 


1,4-8, X0 
2,3,9,12-23,25 


X 
A 


JP, 9-301963, A (KVORIN PHARMACEUTICAL Co., Ltd.), 
25 November, 1997 (25-11.97), 
Claims (Family; none) 


1,4-6,8.10 
2,3,7,9, 
12-23,25 


X 
A 


JF, 4-99770, A (Niealiin Flour Milling Co., Ltd.), 
31 March, 1992 (31.03.92), 
Claims; example (Family: none) 


1,5-8,10 
2-4,9,12-23,25 


X 
A 


BBISANA, at al. HOVEL TBIAZOL0DH1BDXOHB DERIVATIVES 
WITH RETINOID SYNERGISTIC ACTIVITY. Biol. Pharra. Bull. 
21(5). 1998, 547-549 


1,4-8,10 
2.3.9.12-23,25 


A 


JP, 11-1477, A (H0KUR1KU SEIYAKU 00., LTD.), 
06 January, 1999 (06.01.99) (Family: none) 


1-10,12-23,25 


A 


SUGTMOTO, H. et al. , "Metabolic Changes of Prostaglandins 
in Diabetic Rats and Restoration by Insulin Therapy", 
Fukuoka Acta Wed. 73(2), 1982, pp. 76-83 


1-10,12-23.25 


A 


BP, 837052, Al (Shionogi & Co., Ltd.), 
22 April, 1998 (22.04.98), 
Claims; Table la 

& WO, 97/00853, Al & AU, 9661370, A 
6 HO, 9705994, A & NZ, 310559, A 
& CN, 119315, A & BR, 9608498, A 
& KR, 99028261, A 


1-23,25 


PX 


SESO, K. etal., "Pyrrolidine Inhibitors of Human cytosolic 
FhoapholipaseAa"'. J. Ked. Chem. 43(6), 2000, pp. 1041-1044 


1,2, 4-7,12, IS- 
IS, 21, 22, 25 



Form PCT/IS A/2 \ 0 (coftfimiaikxn of second sheet) (JuJy 1992) 



77 



C 11 and 25 pertain to avz>tUodc t.-jz Li-satrdsnx. oi uiit iua»an body by -../^rcgy" 
(PCT Article 17(2) (a) <i) and Rule 39.1(iv)) . 



2. [SJ OaansNos.: MO.12-25 : _ . 

b«ausc teey relate to parts of the intenatio^ 

extent that no meaningful international search can be earned out, specifically: 
(see extra sheet) 



3. □ q ^^ : OTdcpcatoc ^ 



Bex II Observation* wfcere unity of invention is Uriunsi (Conflnnatfcm of Item X of first sheet) 



This Intcnnrtrongf Scandring Antt nw ity found mgtnptc mventsans in tins iulenuUioual aupliiaiiuu. as faBows: 



I. □ As all required a&ftional search fees were tf mefy paid by the spplicant. dm international search report covers all seaichsMe 

1 O As a& searchable clainu could be searched without effort justifying an additional fix, this Authority did not invite payment 
of any additional fee. 



1 □ AaoiiIy80!MofthefttBiu«da<Wiuo^ 
those claims Cor which fecftfw 



4. O Noreq^srfdh^seaidifeea 

brestrteredtotheinveritefn^ 



Reoarfc on Protest O The additional search fees were accoenpemed by the applicants protest. 
□ Noprcwaww yamc dthgp 



Form PCT/BAJ2 >0 (eoirtinttitioB of first sheet (1» (fely 1992) 



78 



! the -vvivt inc^edifcnt 3£ a moiety c<*HpQbedo£ ring A 1 , tiubsitituent methylene 

{on the rirsa. and substituent Z 1 on the methylene, 
described above < ^ing A 1 is a determinant important to the common moiety . 
1 Hov? — e^. Uie descript icr, does not contain any specific disclosure on compounds 
whel-sii riivs A 1 ie S-isothiazclyl, and it is non-obvious to a person skilled 
in tl art that the ring structures defined as to A have common pharmacological 
properties. Thus, the inventions are remarkably unclear in this respect, 
so that such compounds are not considered as being subject matters of this 
International Search. 



FonnPCT/iSA/210 (aflwheet) (July 1992) 



79 



This Page is Inserted by IFW Indexing and Scanning 
Operations and is not part of the Official Record 



Defective images within this document are accurate representations of the original 
documents submitted by the applicant. 

Defects in the images include but are not limited to the items checked: 

□ BLACK BORDERS 

□ IMAGE CUT OFF AT TOP, BOTTOM OR SIDES 
C^Kfaded TEXT OR DRAWING 

□Tblurred or illegible text or drawing 




□ SKEWED/SLANTED IMAGES 

□TcOLOR OR BLACK AND WHITE PHOTOGRAPHS 

□ GRAY SCALE DOCUMENTS 

□ LINES OR MARKS ON ORIGINAL DOCUMENT 

□ REFERENCE(S) OR EXHIBIT(S) SUBMITTED ARE POOR QUALITY 

□ OTHER: 

IMAGES ARE BEST AVAILABLE COPY. 
As rescanning these documents will not correct the image 
problems checked, please do not report these problems to 
the IFW Image Problem Mailbox. 



BEST AVAILABLE IMAGES 




